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Abstract: 

Compounds represented by the general formula [I]: [I] [wherein R<1> and R<2> 
are each hydrogen or C1-3 alkyl; R<3> is hydrogen or C1-6 alkyl(except n-butyl); 
R<4> is hydrogen, hydroxyl, or C1-3 alkyl; R<5> is a cyclic, saturated or 
unsaturated C3-6 aliphatic group, or a linear or branched, saturated or 
unsaturated C1-9 aliphatic group; Ar is a cyclic, saturated or unsaturated C3-9 
aliphatic group, or a linear or branched, saturated or unsaturated C1-9 aliphatic 
group; and n is an integer of 0 to 2]. The compounds exhibit an activity of 
bringing about a high blood GLP-1 concentration and are therefore useful as 
diabetes remedies, preventives for chronic complications of diabetes, 
antiobestics, and so on. 
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(57) Abstract: Compounds represented by the general formula 
[1]: [I] [wherein R 1 and R 2 are each hydrogen or C1.3 alkyl; R 3 
is hydrogen or Ci^ alkyl(except n-butyl); R 4 is hydrogen, hy- 
droxyl, or d. 3 alkyl: R 5 is a cyclic, saturated or unsaturated C 3 ^ 
aliphatic group, or a linear or branched, saturated or unsaturated 
Cj. 9 aliphatic group: Ar is a cyclic, saturated or unsaturated C3-9 
aliphatic group, or a linear or branched, saturated or unsaturated 
C].9 aliphatic group; and n is an integer of 0 to 2). The com- 
pounds exhibit an activity of bringing about a high blood GLP-1 
concentration and are therefore useful as diabetes remedies, pre- 
ventives for chronic complications of diabetes, antiobestics, and 
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a, n- u-j-y?)iz)\s-fc-)V) 75 7*, n- (2-^7^;i/x;ufc;i/ 

) 75/Wlff,n> tf»Tt)N-7x-JWM^75 7S 1 N- (2- 
20 j-y^lVZlV-fc-M 75/S^W^bK 

n - 7 u -;^;i/^n;i/7 5 y c i - c 6 7)i*)V7 5 y a £ 7 5 y mz± 
IB ©7 u -;px;u*-;p7 5 yas^rr* Ci - c 6 yjvz-frmwN-m&Ltc 
mzMtitv, &ftmz\tmx\i£i*-yx-)i>zM~fr7$s*?)U75.;& 
n- (1— 7x^;i/7>;i/7K-;i/75yx^;v) 75 y«, n- (2-7x^x 
25 )i*-)V7$;x.?-)i) 75 71, N-^-7^7>;w*^75yy^;i/75y 

N- (l-t7^X;i/$-JV75/XfjW 7S;I, N- (2—^7^ 

)\sX)V-fc-)V7 s. y 3L^)\>) 75y*^^fe.n> ttfeN-7x^M 
-;P75yy^;i/75ys, n- (2— 7x-^;v*-;i/75/x^w 75 
ys^frsuv, 
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N-7 U -)V7>)V*-fr7$. J Ci - C 10 7WWJWtt^Htft 

a^-t ;i/Stc±3B©7 u -;wx;i/*^.;i/7 s / g£WT & Ci - c 6 T^^g 
a*N - a& L feat fcttft L > JM£ w (c aw a tfN - 7 x - ;ux;^n;v7 5 / y 
5\n/#;ww;ws> n- (i-7i^M-jV75;i?;v) ajw^e-f 

5 N- (2— 7i-KJP»75/I5 1 ;W %)Wtt-i)Vm* N-i-y 

*;w^-r;PS, n- (2-t7f;wM-^75;xf;i/) # 

^-Y^S, n- (2-7x-jwm^7$;x?jw fc^/x^-OP*, n- 
10 (2— ^-7^x;^x;i/75/x^;i/) *;wtt< ;i^^wsuvi. 

N — 71) -JP7JV#n;U7 5/Ci-Ce 7;i/3+y^Jl/#-J!/St«, N-7 

U »;vx;i/*-;P75y c x - c 6 7;p3*->#;^~;i/££&> ±ffi©N- 7 u 
-;px;^-;w7$y*^c a -c 6 7;i/ri^>/^;i/#x:;p»t^bfcX^ic 
ftu *fr»fctt^7L«N-7x^x;p*n;i/7^y^ h^^j^n;w^, 
15 n-±7^;k*;p#-;u7^7 y h^v*;ufc;us, l - ( N-71-MJI/ 

tf>-;P75 7) Ih^y^MrM, 2- ( N- 7x-;U7;i^-;U7^ 7) 
20 7'J-Jl/XJl/7 7^JHtll 7^7 7 ; E-r;!/a^±fB(D7U-;i/*^S^ 

b7c*&ici*Ls A#Wfc«fiJ^^7x-;i/x;i/7T ; E'i';^S> i~y^)vxjvy 
7^ frmmnfimfzti* *r> t> 7 x - ;ptj!/7 7 ^e-r l v>„ 

7 1 J-J^;i/7 7^imyI(!:fl ;p^S/*fc±C©7U 
25 ^ .^75 i ;i/X;i'7 7^;V^^*^^f f>n> nfe7xXjV7Jl/7 7^ 

7U-;i/7;P7 7 ; e-f;vci-c 1 o7;u^y3;w\^'r;w»i«, ±ie©7U 
-;i/7;i/77^<;i/^c 1 -Cio7;^;^;wi^<;i/S^«^t7t»^ic*b 
, ^wm\zu^mty^-)V7,)vy7^)v^)vti)vn^)^ -ry^jix 
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fiHb£»£;i?fcU M^(:^J^.«7 x^w;wtt^ jh, t-75f;i^^ 

10 rtfommmfzn, ^rtyx.-)\yt})w^^)mm^0^.L^ o 

15 fcttmtf^v^;!/**^ iry^)vt))v#-)\,tti/%mifimi*>n, * 
. ^Tfe^>v/-r;P75y»^w^LVi 0 

20 N- (N-7n<jV75;) Ci - C 10 7J^;WJW\ J: E<JHtH *;Wt 

;i/*t±tB© n - 7o-rji/757Ci-Cio 7; wi^w brc&zmk 
u *#w^w^^n- (N-^>y<;i'75 7^^;W *;ww;i/», n 
- (1- (N-^>iAf;K7$/) x^;W *;ww;h!S, n- (2- (N — 
^>i/-r;u) 7$;i?jw n- (N-7-7^;^;pfc;>7 

25 5 7p<^ji/) ^w^^;^ n- (1- (N-7-7^;i/*;^n;P75y) x 
#;wt i E*rjpak n- (2- (N-t7^v*ji/#-;i/75;) x^;w 

;^-f;i/S, n- (2- (N-^>^7y^75 7) x^;w *;wtq£-f 
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N-7n-f ;U75 J Ci - C 6 7)Vn^yts)Ws-)vmtU. 

*K:±B©N-7D^;i/75/Ci-C6 7;WPS3&«iilfebfcSS*j|cU 

mz\m&tN-*>"M)\'7s.;*h : *i'%)i>#-)m. 1- (N-^>y-r 

;V75 7) x t^>#;i/tf;xjus, 2- (N-^>\Af;i/75 /) ih^>*;i/ 
y^;i/#;i^x;Kf5y) ih^^jvfcjvi, 2- (N-^WkfrJl/tfx 

;i/7^/) X b^v#Jl/#x;l^l£/^tf 6tl> 4'Tt>N-^>V-f;i/7^y^ 

h*>>*)V#~)m, 2- (N-^>i/-r;i/75y) ih+i/jijju-ji/W 

15 c 2 - c 6 7;i/* y -r £ $au #»*K:±fB<D c 2 - c 6 / -r )vm 

tiwmvrc&zMmv, ^wm\z\wmt7±^)v^y^ yDtt-jw+ 

20 Vi 0 

N-c 2 -c 6 7;i/^y-r;i/75ySi:^ 75yst±fB©c 2 -c 6 7;^y 

utf^--;P75y»> N-y^u;P75/s, n— r yy^u;u7sys, n 
-Ai/u;v75/^ n— r yAi/u;P75/s, N-tfAo-r;i/7^y», 
25 N-^>^y-r ;P7$ys#^tfe>n> 4"i?t>N-7-fe3Mi/7=- N-y 
a k°^-x^7 5 ; n - t? a d ;P7 5 j W£imi£ b i> 0 

6 7;i/*y-f^»^xfi^bfcS^icftb, ^wtc«f^tt*N, N-^7-t^ 
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N, N--MV7^))V7$./m. N, N-z?AUV)V7$jm. N, N-^-f 

y;t!/u;i/75 7S, n, N-vt?nn-r;Kr$7^ n, N-iM^y-ow 

75 N-7W;W-N-yotf^--;i/75 7*, N-7-fe?Ml/-N-75F- 
U;i/75/«, N-7'fe9 1 ;i/-N-tfAD-f;i/75/*W^^f ) tl, *TfcN 
5 , N-i?7±?-)l7$y&, N, N-v7°Dtf;tx;i,75/S> N, N-v-TV 

7°atf;v7ay», n, N-^7^;i/75/s> n, N-~7t?Atw;P75/S 

N-Ci~c 6 7)v^)i7^/mtu, 7$;m\zi%m%tiite^L6m£Qtez> 
7)^)vmm^Lfcm^M^v, M;fcm\zteM%.\tN-*^)V7$;g:, n- 
io ^)V7s.ym, N-7°ptf;i/75y*. n— r V7 0 aif;i/75ys, n-7?- 

^75 /X, N—fyy^l^rS/S* N-sec-^V75;i> N-te 

r t-ywsyi, N-^>^;i/75/Ss N-^>^>5 1 ;i'7sy*, n 

^757*. N-X5M/7S/S, N-7n 0/75 /X, N—f 77°n fcMPT 
15 N-73MI/75/S, rv7^;U75/^ N- t e r t -7^)1 

7s.;mm-t)W%L\,K 

N, N-S?- C 1 -C 6 7;M i ;!/7$/S<hte> 75 / SfC^*£Sc 1 &^ b 6 
fflckD^^7;Wl/«^-gmbfeS^3t*L> m&WK:te#|;Lfc?N ( N-y^ 
9^75 N, N-ylW5/l^ N, N—77D 0/75 /S> N, 

20 N-v-fV7DH;i/75/*, N, N- -773^75/*, N, N->? t e r t 
-7^;l/75 7S> N, N-^>^75/a, N, N-i?s\*i/)l7 $ 
, N-I^Jlz-N-^WSyl, N-^^;l/-N-7DtfJl/75 7*> N- 
-rV7°oE;U-N-^^75 7*, N-t e r t -7^;i/-N-^^;i/75 7 
N-x^-N—f 77°Pk°^75 7S^^tf6.tl> *T*>N, N->^ 

25 ^75/S> N, N--7x^;i/75 7*, N, N-SM V7°D tf;P75 /I, 
N, N-'77^;l/75 7«, N, N-yt e r t -7*^75 7*> N-X=F> 
-N-^^7$yS> N-^^;i/-N-7Ptf^757^ N— fyynk°;i/ 
- n - ^ 5P;u7 5 / s> n - x^;p — n — f y 7 0 o tf;i^T $ / mmm £ L v> 0 
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*;W1^-f N— s e c -y^frtDl^-Vm, N- t e r t -7^;i/* 
10 7^;U*;W\ ,; E-r;i/S, N-tert - ttfrtDVn^ N-^Z^M 

15 -5?7*at!;i/*;w^-f;i/S» N, n-^ yyo k;p*;wx^ jpx, n, n 

N-^^^^n^E-r;^ n, N-^+->;WMt^;n, n-x^ 
)vn^ n - -f y 7n tf;i/~ n - ^ =f-)Vij)vn^ )vm 
, N-t e r t -y^-N-^wi^w^-'Oi/S, N-x^-N-^yy 

n - x5F;i/- n - ;w w n — i y 7"n tf )V- n - ^ 3-)VX)vn 

^ JIM, N - X5=-;i/— N - ^ y 7° o \Z)Vt>)VA^ V V>. 

25 N-c 2 -c G T;^x;i/^ji//^ jutn #;w\*^;i/SfcMi!iic2&^ 

jWjWtt-fjn, N-7u;^;PAt-r;i/S> n- (i-7p^x;i/) zdi 
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)\*:<4M& N— (2-^-fe-;0 tUW^-iJVm, N— (2-A7x:=J|/ 

5 N, N-^-c 2 -c s T;i/^;^;w^-r;i/Si:«, ij)Vn^)m\z.mM 

kf n, N-^h'^;^;pA^e-r;i/S, n, N-^TUM^/tt-fjn, n, 
n-v a -7°d^-;1/) *;w\^-r;!/S, n, N-y^v^n^-MJWtt 

io -jitum^jm. n-tu;i/-n- (2-^>^--;w ^jw^-oi^ 

N-TUJl'-N- (2-s\*±~)V) ^l/A^E-f N-7UJ1/- N— (2 

j^w^^r;^ n-7u;u-n- (2-xj-7x-;w tuvn^ 
-ommttmfzn. N-yu^-N-Hnj^M^jn, n, n 
-v7U;^;w^-f^s, n-tu;v- n- (i-:/n^-;i/) ts)vn^)v 

15 »§W£t^o 

n-75 / Ci - Cio 7)^jv^jm^)vmtn, t>)in^)vmzmmw. 

20 Tsy^MiW^-fJH, N-75/7°nfc°;i/^;i/At-r;^ n-7$; 
^^i^jwt^-f N-7^y y \^ i yjv^)vn^)vm^mf^n. * 
-rt)N-75/^^;i/*;w^-f;i/^ N-ysyifWJW^m n- 
75 j 7°u ¥jvi))w^)m. n - 75 j *^)V3L?~)vjj)vn^)vmmm 

25 N-Ci-C 6 7;Wn^vCi-Cio7>'W^>'W\^-r;i'S<J:«> ±M<DCi 

^N-BiiLrca^^b, mfo®\zmm$N-* h+^^&^/t^op 
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N - C i - C 6 7)Vzi )l-$~)VC x - C i o 7)V*)V% jvm t \ts 

10 h^r^^njPA^ri/^^A^-r;^ N - t e r t h=^>#;i/fc;!/ 

, N-ter t-^h^^*;^x^x^;i<*;wtt-f;u3Kf*f#SLv>. 

15 N ~ C ! - C 6 7 )Vtf-)V7 5 y C x - C x o 7)V*)Vtl)Vn=E-1 )vm 
tit, Ci - Ci o THMMt-f Jl/gfc&atlft 1 & V> b 6 fi J: D 7)Vn 

*z/*i)}s#-)i7$;&t)m-mWkVtcm*mmv, mm\zmmtN-* b 
7 5 / ^>j-)Vij)^n^ n - ^ v^ s yts)Vi^-)V7 5 y ^^;w*;wt 

^Wg, N-tert -7V*i/*)Vtf~)V7^;jL^)VX)VA^)\>mm^ 

*tf&*u *Tt)N-y h^v^;^xji/7$yy^;^;i/A ; E-i'«, 
25 ^Ptf;u*;wx^E-f;i^t, n-^ h^>-^;Pfc;i/75/7^;^;w\ ,; e-r;i/S 

, N-ter t b*is% )v#-)V7 $ ; x^)i%)w^ jmrnmsv^ 

o 

Ci - C 6 7;^+y*M^fc^ft.l&^U 6 IS i ^57^ + 
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^yti)V^)VM. N- t e r t-yh^y*J^-J!/7$/ih^^M- 
. N-^b^S/*;i/fc;i/75/xh^^;^-;^ h*y-#;i/^x 
10 fc;i/g> N- t e r t -^h+y*M-JV7$;xh^y}!jM-JH^ 
c j - c 6 7 i^mi £ te, ran^ ^miU & b 6 11 £ o & & 7 ^ 
ntf;i^*g, -fV7°otf;i/^m 7*^;^«, 773Mi^;!-X, sec 

15 -^)V^m. t e r t -T^lcP^ ^>^;^«> **^>^)V^ 

X5P;H^»> 7n£;HM-«> <77Dtf;^^-S, 7^;^«> t e r t 
n - c x - c 6 7;i/^;i/7;i/7 7 t-r x)iy 7 ^ frmzmMWt 1 tz 

20 ^L,6®={:075:-S7;^;P*^fi^bfc*$ML, J^WJCttm^N-^ 

iVT.fryy^ N-x^;Px;V7 7 : e-f^S, N-7Ptf;Px;i'7T ; E< 
-T77^;i/7;i/7T ; E-r;i'a, n-s ec-^MJi/yTt-fM, n- t e 

r t -7 , ^Jl'7 7 : E'fM, N-^>^;U7;i/7 Tt-f^S, N-^^> 
25 ^7;i/7T : E-r;^ N-A^vJl/TJl^T^-'OI/g, N--T7A^>/;l/7;;i/ 

7 7 ; t-oi'S^wtf £tu 4 ] tt)N-^5 1 ;i/7;P77 : &-r;i'», N-x^;i/7 

^7 7^^!, N-- f V7°Ptf^7 > ;i/7 7 ; e-l';^ N-ter t-79^7 
N, N-i^- Ci -C^7)V^r)V7,)Vy7^ )Vmt\t, 7,)ly 7^ )Vmz 
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7L«N, N-y^^JV7 7^JH, N, N-VXj-frXfry r't'i fr&> 

& N, N-zSyj-frXfryy^fr^ N, N-i^ter t-WX^7 7 

5 ^-owak n, N-v^>^;wx;i/7 7 : &-f;i'^ n, 

^-ot^ n-x?;p-n-^9 1 ;P7;;1/7t : E'1';1'S, N-^rv^atr^-N- 

^^I/X^T^Ol^ N- t e r t-y^fr-N-^frXfryy^frg 

, n-x^-n— rv7'ptr;px;w77 i E'f;wa6«3WWf5n, ^t^n, n 

10 -fV^Dm^Tt-fM, N, N-y7?KJl'77H;H, N, N- 
yter t-^^^yt'fJH, N-X^-N-^^PX^t^ ^ 
& N— fV^'Dtf^-N-^^X^^T^E-f N-X^-N-^V7" 

c 1 - c 6 7)v*)ix * -frm t\z. 7sfry>( -frmzs&m l^vem 
15 &Qtz%7fr*fr&iPwmvrz&*m%iU jvx fry 4- 

frM, x.?-frzfry j ~fr£, y°uMfry,fry 4-fr^k, <ivy°u\£fr7>fryj 
yj-frTsfry^-fr^ -lyy^frxfryj^fr^ sec-7?M 
fry^-frm. t e r t -7^;i/x;i/7^n;i/^ ^>^;px;i/7>fx;i/^ * 
^■^y^frxfry 4 ~frm, ^z/frxfry j -)im. -iv^^sfr^fry 4~ 
20 ;us^^tfe>n> $*-e%*^fry,fry j ~fr&. x.^-fryfry 4 =-fr&. y°u 
MfrTsfryj-fr^ <iy?u\>fr7sfry 4~fr&. y^fryfryj-frm. t 
e r t -yj-fryfryj -frmmm^h^o 
c 1 - c 6 7fr*frxfr* -frm t yfr*~frm\zmmm 1 l 6 m £ 0 

&&7;wi^g$L;«£Ei*u ^Wtc^j^.«^^;vx;i/*x;i/«, 
25 x^;i/x;i/*~;p*. 7n t^wx^x;^ -f v7Ptf;i/x;^x;i/S, 75 1 
;px;i/fc;i/S, -ivy*3 L fryfrft-fr&, sec-^^H^n, te 
rt-7^;wx;w*x;ps. ^>^;i/x;v*x>wg, ^^>9 i ;px;p^x;vs 
, ^v^x;p*x;ux, <y/\^^;i/x;i/^x;i/S^#tfe.n, ^Tfe*^ 
fryfr*-frm, x^fryfr^-frm, y°u¥fryfr-fc-frM* ~J3-frxfri£~ 
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;i/S> t e r t -7?)lX)V*~)lMmi)W%.L\<\ 

Ci - c 6 7)vn^ymt\t, mmm^z^m^ 1 tz^v 6m& QfczTjv&v 

v*> 'fvya^^ 7>*~>£, -fV^h^vl, sec-^^>I, 
5 t e r t -7* h=¥^m. ^>^)V^^ym, *-*<>^)V**i/M. s\*is)V* 

7°D^>^ ^V7°D^^ 7>^->*> -<V7*h*5^ ter t-7* 

Ci - c 6 7j^^y*M-JHiH 1 5^J: 

ib+y*M-;H, 7°n^v^;v^-;^ ^v^D^y^M 
*Ul,fc;^ t e r t -^h+y^M-jl/S ( ^>5P;i/:*^>#;M^-;i/S 
15 , xh^5y^;i/^n;i/S, y°u^ytf)V^)im. -fV7°o^v^;Pfc;P 

s> 7>*v#;]/fc;i^> t e r t -y*h*y%)i7$-)mmf)m&vi<\ 

75 / Ci - C 6 T^P^^^^I/^i^ ti)Vt^)VmzmMm. 1 & V>L 
6 ffl J; D ft 3 7 5 7 7^n * ~>g#tat& Lfc3S£li3$cU JMfclft fc£7 5 
7* b^v^fc;!^ 75;xh^yjjJl/fcJH, 75/7 s D^y)!j;|/ 
20 tf-frm. 2-75 ;-2-*^)V7°Uifs*y )\,^ 2-75/^^ 

Xh^y*M-M, 75/7>^>#;i/fc;^ 2-75;yn^y* 

xjHl^ltfStl, nt)7$/^h+yMfcM, 75 7xl>^>#;i, 
75 7 7°D^*^;fr;i/fc;l^ 2-75y^fJVXh^y*M- 
25 2-75y-2-^^7°n^>'^^-;i,s^w^L,v^ 

N-C 3 -C 6 y^D7;i/W$;S^:ll 75 ;mzwMWt3t^\s §mt& 

%m&<D7)\s*)mtfN-mm\stzm$:m%iL. a^c^j^n- D7° 
□ e;i/75/s, N-fy7o7^;i/7S/s, n-v7d^>^;P7$7*, 

N-y^D^ ^>;i/T 5 7 £ ft, *T £ N - 5/7 o 7*o tf ;i/7 5 y S 
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N-^v^D7°Otf;i/7$/*, N, N-^>^D^jl/7$7S, N, N-5> 

;i/ - n - =/ 7 u 7 p k°;i/T ^ y n - 7 p ^ >?-)V - n - v 7 u 7p tf ;P7 
=-7S, N-v^p^v;u-N-v^P^Pti 0 ;u75/s^^fe»n, 4>t 

n-v~>7p^>?;i/7$/s^«£L^o 

10 C 3 -C 6 y^nmM+ySt[l Mlt]imcM^i£3&^L6jg&33!i 
i'nT'h^yS, n-^p^^^v-S, N-i^p^vJM-^v'* 

W»£>n> nt)N-y^D70^yS, N-v^P^^^^v-^, 
N - v 7 P ^ >- Jl^* W * b V> „ 
15 N-C 3 -C 6 y^nmjl/MW;HtH #;wt ; E<;P2£fc J &*jS:3 
^ViL,6ii75:§^©7;i/^;^^«^LfeS^ftL> mtfN-y^D7n 

trji^w^-ni'ak N-y^Dy^ji/A't^ n-->7p^>^;|/ 

20 ^P^^;i/*;w^-r;i/S^»^bVi„ 

n, n-v- c 3 -c 6 ~77P7;Wkfr;i7^-f;i/a<?;te, ^/^--oi/S 

N-^v7P7°Pt:;^;W^-r;i/S> N, N-yy^?n7^ 
;i//^-r;i/*> n, N-s^^D^^sn^wi^-f;^ n, N-yy^n^ 
25 ^y)Vij)vn^ frm. N-->7P7*^;i/-N-^7P7°Ptf;u*;i/A ,; E-r;i/^ 

. N-y^o^>?jV-N-y^n7D^WJl/A ,; E-f N-y^DA+y 
;i/-N-^7P7'Ptf;^;i/n ; E-r;i/»W^^e»n, "fr&N, N-i^v7P 
yu&vtuv^-ijm, N, N-^y^o7fJW;P;tKm N, N-v 
->7 p^>^#;u/^<;i,g^^£i/V^ 
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V)vm. tf^x;i^ t°U5^-;PS, fcfU^x;i/a, tr^i/u^s, tfa 
7^M, tf^U^n;!/^ tfniJyzM, tfPU-^S, ^WJ/S^s 

=t-*uvy;nk ^7i/y;n& ?x-^s, truant, m^v 
io tfUS^-;«, t!U^-;H6> t^ % /y;va> tfny;^ tf^- 

jm. <iv*/*))vm, ^v^>fijjh> -r>^/u;i/S, ofum, < 

7it>xuy^i/S, 7it>XDU-;n, ^>y77-iH> $? 
^>^t7x^, y>7'J-M> ^Jf^xx;!^ i-y?-w-)vm 

, ^>l/?77U;^ ^> % /MI7 % /U;hS, ^>'/77^S, ^l^S* 
^v7x-^W&n, tT*feX^V>Wy7x-jH, v^>7 
77-;H, y^>W7xnM, ^5 : l/>i?^y7x-jHW^b 

V 9 ft «k D &5ifi«t6m#fttK©7;Wl'g» 7;i^x;i/*Xte7;l/*-;),S 
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> y'^)VM, <iV 7*^)1^ s e c -73\>l/g> text -~?^)Vm, 
X, <775 1 ;i/*> s e c -y^)Vm. t e r t -7>JI/g^f?£b^o 

5 mr^^vmtn. Mxu\z~)vm, tu;us, i-7n^x;i/g, -<v7 

a^x;i^ 2-y^~)m. ^V7'f^H, 2-^>x-;PS, 

l£7;i^x;i/S<hte> fclfctorx^x;^ i-7nt°x;ws, i-7tx;pS 
io , i-^>f^$, 1 -M^>x>l/S, i-^\y°^~)Vm, i-^7^x;PS 

N- C ! - C , 0 7)V^r)Vti)Vn^)V&t\t. ts)vn^ )vmz.mM^. 1 
tDWi^Jim. N - s e c ~y'^)]/if)V;^ : E^)V^ N - t e r t -f^M 

20 ^;i/A'^E-r;i/S> N-x^;i/*;w^-f;^ n-7o O/^jwt^-r;!^ n 
-i-v^'utf;^;!//^^;^ N—f v^j^jw^-f N-sec- 
y^^jwt^-r;!/*, n- t e r t -7^;!/^^^^;^ n-^-^^;^ 

xk£N-*5^!/3^t#;w\^;i^ N-x^^*;wt ; e-i';i/*, N-7°a 

WtAM^jti, N— iV^uMfyJ-Zjl^n^)^ N-75 1 ;^ 
^JW^-fJH, N— 1 > 77>;i/5 1 ^^A ; E-r;US> N-sec-^jl/f 
N-tert - ttfrtttDVK^ N-^>^)V?- 
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I, N - s e c -y^VtttDVrt^ )V&. N - t e r t 
15 6i0WM< ( ) f^«7^iJy-JH, -fv^/y^s. -TV 

-r>Fu;p»> -f>^vu;i^ -y>fu;i^ -oku^-M, x?u>i? 
t+v7i-M, #;w\Vu;i^ ^i/un;ns, ^;^<j^s, 

X, 7xt>^DU^I/i, > f ^>V7^-;PS, yX>';ft7x-;H. 5 1 
20 tt7f-JH, t75 : 'Jy^M, 7it'7^H, 7xWi?zM, 7 
. x7?7yr;H, 7^7yrjH, 7x^7-^1, 7°U^;U», ^>^/-f5 

^/u;p*, ^>v^++f- > /u;^ "*>v^7VUJK!k 'W/kutvu;p 

S> ^> 1 /77-JH, ytFo^>^7 7rJH, /fl/>y*t+y7x^ 
S^flSgtf&tU tTt)Xfl/>yt^y7x^H > > J ^>y7^-;i/S, V 5 

25 ^>7ft7xnJH, ^^l/>^y7izjHWtbK 

r 3 «, mjut&mm?* c r c 6 7Wi emu n-y^s^o 
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)m, -hPS> AP^>If, tFn+yl, *;P5 

JK75/X, S^©^fP^b<^^D0C 3 -C 9 I&Jte^ N 
-77MJV75/1, N, N-^7^;WP7$y», t^u*;^^** 

77;^;i/*;^-M, N-T^MWMi^m 7U-;u*> n-7 

10 U-JKTS/S, N, N-v7U-;Kr$7*, 7'J-;i/^v8> 7U-;px 

n - 7 u -;i/?;;i/^-;i/7 5 / c 1 - c 6 7; wi/7 $ / n - 7 u 

-)vr 5;c r c 10 7; wi/#;wt^ ji/S, n - 7 u n;v7 ^ / 

c 1 -c 6 7;m^^;i/fc;i/», 7U-;px;i/7T ; E-r;^ 7U-;k*jU7 

, 7U-;wxjP7T ; E-r;i'C 1 -c 6 7;vn^^;i/fc;i/S> n-7'J-w 

/t^E-OUg, ru-ijm, 7D+yI> N-7D-fJH, N— ( N-7D<^7 

57) Ci-Ci^;!/^;^;!//^^;^ N-7D^r^75yc 1 - c 6 7)Vn 

20 N-c 2 -c 6 7;i/*y-r^75y^ n, N-^-c 2 -c 6 7^/i , ;i/75 
N-c 1 -c 6 7;i/^;u7S7^ n, N->?-c 1 -c 6 7;i/^75/a 

> N-C 1 -C 10 7MJWM ; E'f;H, N, N-v- C r C 10 7;i/+M 

N-c 2 -c 6 7;p^;i/*;i/A^;^ n, n->*-c 2 -c 6 
7)^r~)vti)vn^)V^ N-75;c 1 -c 10 mMivwM, n 
25 -c 1 -c 6 7;vn+>'C 1 -c 10 7;i/^;i/*;i/A ; &-r;^ N-c 1 -c 6 7;i/^ 
^v^pfc^c j - c ! 0 TfrirWjVrt^ n - c x - c 6 7)Vu 
M-;i/75 7 c ! - C ! 0 7;v^;i/*;PA^^;i/S, N-C^-c^Io^v-tj 
;i/^-;i/75/c 1 -c 6 7;i/3^v7j;i/^^S, c 1 -c 6 7;^;i/^a, n 
-c 1 -c 6 7;wi/7;k77 ; &-r^*> n, n-v-c 1 -c 6 7;^;i,7;;p7t 
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N-c 3 -c 6 '>^o7;i/^;v75y^ n 5 n->?-c 

z -C 6 -y^U7)^)V75.ym, C z -C 6 is2u7)V*)Vjr*ri/^ N~C 3 
5 -Cei/^DTJ^MM^M, N, N-5?-C 3 -C 6 5^n7;i/*;i/# 

jm%h<fcft&m<DmamL<}t*m\<Dc 1 -c 9 mmi&* c x - 

10 C 6 7;U3^i/*, CrCJMmi, N-C r Ce7MJP75;*, 
N-Cj-C, 7)V*)V% <i )m, N - C ! - C 6 7; l/^^tAil/A't'T ;i/ 

Stt© C 7 - Ci 5 B^^mStSXte 5 if b < « 6 A®£S!ft£« b < 

15 b5fl*r*lfe^U3SRtt0*3(I^WRS (5X«6M©»m*»<. ) 

-7U-;i/7$y», 7U-M*^ 7'J-;i/7M^i, 7U-;px;p 

* - N - 7 U -;MJl>* - ;U7 5 J C x - C 6 7)Vn +5/*;PaR-;P 

25 ;i-77^;i'C 1 -c 10 7;u*;i'#;w\^-<;u»> tu-^x^t^'Ok;, 
-c 6 7;un^->*;^-;PS, N-7'J-W^WJH, 7D^f;n, 7 

N-C 2 -C 6 7)Vtiy<)V75.y&> N, N-5?-C 2 -C 6 7;U7Jy 

-r;u7sy*> n-c 1 -c 6 7;p+;i/75/»> N-c x -c 10 7;w^;wt 
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5-- jvm, n, N-^-c 2 -c 6 7;i/^--;i/^j;w\ >; E-r;i/S> N- 
7)V^)Vts)^n^ n - c ! - c 6 r;i/3^'>^;i/^n;pc , - c x 0 j;i/^ 

5 C^C^WI/TJl^x;^ C a - C 6 7;1/3*~>S, 

C x - C 6 7^3 *ri/%)Vi£-)Vm , 7 5 / C , - C 6 7)Vn 

n-c 3 -c 6 ^d7J^75;i, c 3 -c 6 >^D7;i^;kt^>g, n 
10 x;i^> tf^U^x;!^ trnU^n;^ fc°D'Jx;i/^ ^;WjV«, -f V 

^•^/u;i/», -fv^yy^s, f$?vy;i^ **+>-v*u;i/g, 
15 -r>Fu;u«, -y>^/u;i^> -r>Fu;i/S, x^i/>v^-^>-7a:-;i/*, 

#;w^/u;Hk *^VUx;i^ */*-tf-UxjvS, +/u;H, ^dt-;1/ 
7~)m, ^>y?t7irjH, y>/U-JH, ftt7r-M, 7^7 

20 ^>7#*tJ-yy;p£* ^>v^7yu;i^ ^>yhU7yu;i^ 'oyy 

7^JH. ytKD^>y7 7-M, ^fl/>Wy7i^HT$D, 1 
?5:^b3^tt©C 7 -C 15 ^^#M^\ 7i?7"75Pl/x;l^ 7^v>^;i/ 

»§ts^> -fvtwj;n, ^v^7yu;i/S, f^yiuvs, 
25 v*u;i/S> ^7i/u;^ ^7^7i/'j;pa, fxr;vi, HJ7v*u;i^ tf 
u^;us, tf^vx;^, tfusy^jn, tr u ^y-JH, tr^yu;i/*> tf 
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±>XU^n;i/S, 7xt>XP'Jy;H, ^>y77-JH, >^>7W 

5 7X-JH, ^t7f-;H, 7it^-iH, 7x^-^1f 

7x75 1 7^H, 7fU^JH, 7°U~;Ug 

, ^>v^*ifvu;i>*, ^>y>7v*y;i^ 

10 )imr$>i), mm&z%LT^Th£^mm%mmM<DmmmK 7mm?. r 

75 7*, fcJWFE-Ol*, #;M^7;^ ^771, -ho2k A 
ny>I^ tHD^i/S, N-75UM^]/75/S, 77^ 

)Vtt*s&s 77J^JWJ^-JH, N-77M;WJ^'f;Pi, 7U- 

15 , 7^)-)V7s)ly7^)V&, 7U-()Vm, 7P+^S, N-TD-r^a, C 2 
-C e 7)V%/<1JV&* C 2 - C 6 7 )V% ; ^ )Vtt-y^ N-C 2 -C 6 7)V^y 
-i)V75.y&, N-Cj-C^WPTS/S, N-C 1 -C 10 7;M i ;i'#;PA 

t-r;^ n, n-v- ^-c^JWkfrJWW;!^ N-c 2 -c 6 7;i/ 
er-;p*;p;tqE-f;px, n, N-^-c 2 -c 6 7;^^;p*;i/n ; E-r;p», N- 
20 75/ c 1 -c 10 7;u^7j;w\' ; &-r;i/X> N-C 1 -C 6 7;^+yC 1 -C 10 
7;i/^;i^7j;wi ; E-r n- c l - c 6 7)va^r^jv^-)vc , - c x 0 7;i^ 

^^A^JI/S, C 1 -C 6 7iWl'XJV7^^m c,-c 6 7;vn^vS, 
c j - c 6 7;K3*v#;pfc;PS> 75 j c a - c ,t^3*5/*;p#-;h5, 

25 v^+JVU^g, -f y^7i/u;v*, ^^y*u;i/*, f7v*u;i/g> fix 
)vm, tfu^m, H^^n^s, t?U5>?~;i^ tru^^s, 7u;^ 

, rh7kh'D77-M, ^I/tJnU/S. ^V^/'JJH, ^K>H'JiH 

, ifi/>^y7x-;n, +tv*'J^ *7*+f-u~;i^ 3vy;p 
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a*, 'fvw^JM, ■I'y^yyu;^, #*ij-v*u;i^ ^7Vu;i/», 
5 fir^js, trusts, Vvv-jm* eyss*^*, tfu^-;ps, 7 

+->7zz;n, ^i/u-;ps, +ywj-M, v^>i/77~;i^ v 

Aril fl^ti**®^ 7vHS> 75 /S> *;WX^E-f ^UWN^-f 

15 ^hDj, Aay>if, kh'D^yi, 

)\>7*/& StC^If b < C 3 - C 9 iJfcil 4 Ty)V^F)m, N 

7^;w^;ufc;PS> n-t?^*;!'/^^, 7U-;i/g, n-7 
u-;P75/», n, N-v7U-;i/75y»> 7U-;i^^>^ 7U-;ia 

20 7U— ;i/x;i/5tNn;i/^v^ N-7U— ;px;M^;P7$/^ 

n - 7 U -;v?;;i/^r:;v7 5/Cj-c 6 7;wv7 5 y n - 7 i) 
^75/c r c 10 7)V*)Vt> )vn^ )vm, n - 7 u ;i/*-;i/75 / 
c 1 -c 6 7;i/3^v7j;wfc;i/»> 7U-;ioui/7 7^-r,«, 7U-;V7jK7 
r^e-Oi^v^ 7 y -;vx;P7 j^)vc , - c x 0 7;wi/#;pa^;i/X 

25 . 7U-;vx;P7T : E-r;i/C 1 -c 6 7;i/n+sx*;^-;i/S, n-ju-;p*;v 
;\ 4; E-r;v^ 7P<;i/S, 7o^/i. N-7o-r;vS, N- ( N-7D-r;i/7 
5/) c 1 -c 10 7;^;^;i/A^-r;i/S, N-7D-f;i/75/c 1 -c 6 7;P 
*~>#;i/#-;i^ c 2 -c 6 7;k*j/w;m c 2 -c 6 7M/^)v^^ 
N-c 2 -c 6 7;^;^;i/75yS, n, N-v-c 2 -c 6 7;^/-r;p75 
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N-C 1 -C 6 7)^)V7S./m. N, N-zS-C 1 -C 6 7)l*r)V7S.;m 
> N - C j - C hT^+^^^/^^JH, N, N-v- Cj-CuJJW* 

;ww;i^ N-c 2 -c fl 7;i/^~;v;&;ww;i/g, n, n-$?-c 2 -c, 
7;u^-;v#;ww;i'*, N-75;c r c 10 7»MA 5 HiH> n 
5 -c 1 -c 6 7JU3+>'C 1 -c 10 7;p*;i/*;wt ; E-f;i^, N-c 1 -c B r;i'3 
* v^vfc;!/ c ! - c 1 o 7; jwto-t n - c l - c 6 7;m * v# 
- ;i/7 ^ j c i - c x o 7)V^-)Vts )vn^ im. n - c x - c 6 7;m * s s% 

-c 1 -c 6 7;i/^7,;i/^r ; &'f;i'*> n, n-^-c^c^wx^t 
io t-oi^ c r c 6 7MJi/Xji/7^-m c 1 -c 6 7;wi/7,;^zi;i/S, 
c 1 -c 6 7;un^>-*, c 1 -c 6 7;wn^^;i/fc;ps, 75yc 1 -c 6 7 

;i/3^>#;Pfc;PX> N-C 3 -C 6 ^D7M^75yS, n, n-^-c 
3 -C 6 y^P7W75/l, C 3 -C 6 y^D7MM^yI, N-C 3 
-C 6 y^D7J^MM : 6'fJH, N, N-y-C 3 -C 6 yi'D7MJW 

^ L 5 fiwr 3 1 ft H b 3 nx u T t> 

«kK a^b<«^m©filfQ^b<^ISfP©C 1 -C 9 il&J»m C a -C 6 
7;i/n^i/S, CrCjW^tl, N-C 1 -C 6 7^W75/I 1 N- 

20 c 1 -c 6 7MWM^M> N-c 1 -c 6 7;w^^;w^-r;i/S^ 

^?5:?>^j;D^«n§S^S^WbT^Tt)J;V^^#^ l&^b3« 

© c 7 - c ! 5 ixm^mmmxit 5 ^ l < « 6 ^ l < 

*5/;P», y77l, - ha*, ADy>JlH\ tFa+yS, W©^p^L 
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7 u n - 7 u -;p^;w*-;p7 5 y c , - c 6 7;^ ^ 

T ; E-f;i/C 1 -c 6 7;i/n^^*;^-;i/»> N-7U-;^;wt^;i/», 7d 
7ti^>m. N-7D-r;i/S, c 2 -c 6 7MJ^)V&, c 2 -c 6 7;v 
#y-f;M-*;>s> N-c 2 -c 6 7;i/#/-r;P7i= n, n->>-c 2 -c 
6 7;i/*y<;u7^/», n-Cj-c.t^ts/s, n-c 1 -c 10 7;^ 
10 ji^ww ;i/S>.N, n-s>- c 1 -c 10 7;ww*;p;^-r;vs, n-c 2 

- C 6 7)\'ir~)V%)lrt : E<i )V& N, N - - C 2 - C 6 7)V^)ViJ)Vn^ 

jvm. N-75/c 1 -c 10 7;w^;vn ; E-r;i/^ n-c 1 -c 6 7;u3^>- 
c j - c j o 7;i/*;i/#;pA s; e-r ;m» n - c , - c 6 7)vn*is%)itf-)vc 1 - c 
I0 7m*jW^;n, c 1 -c 6 7;w^;P7^n;i/S, c 1 -c 6 7;p3 
15 ^v'S, c 1 -c 6 7;p^+^;i/fc;ps, 75/c 1 -c 6 7;un^rv'*;^ 
N-c s -c 6 ^D7;W75yi, c 3 -c 6 ^^n7MM+ 

->g, N-C 3 -C 6 -/i/D7W*JVA^Jl/S, -f5^7'Jyr;H, -f 5 
tf^U^n^S, tTDU^n;PS» fcfnU— wj; 

20 -f ytf+iivu^ak -fv^7Vu;i^ ^s^/ujh, #*ijvu;n£ 

, ^-W^7yU;i/S, T^T^JM, ^7v7VU;^ ^X-;^ HJ7 

i/u;«, bfu^;u»> if7y-M> tru55>~;uafc tfu^s?~;ps, try 
yu;«> tfDu;p«, tr^-^s, 7>;;i^ 7*U5>-;Hk >rv4v.y^ 

25 ft^/wu^x, ^^v*u-;^ +/wj^;h, */u;i/£, v 

d?-M, irn*-;^ 7it>^'J^Jl/& 7it>^ou-JH, $> 
^>V*77-M, y^>W7x^JH, ^>7U^M, W7fZjV 
& 7"7?U^-;^ 7i7-y^H, 7xWv-;H, "OW^y* 

u;i/g. ^>v***i*-v*u;i^ **>ywv*u;i**. ^>v>y7v*ujni. 
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t>^j1/*> yy^))vm. -r>x-;^ 7x^>xu;p»~r&^ 5%v< 

\$6M.o)mmmm^ jv**W))vm. -ivrTWjm* -rs^/u^s 
5 , **uvy;i/g, ^TVUJWk ^7v77u;i/S> t?uswg 
, t!5^-;wi, tfua^s, tru^n;^ tr^/a;^ tfau^s 

asmsts (5fb<tt6i©«itisi<o ) 7#u$?-;pak -fv* 
io yu;i/», -fv-r>Fu;^ -f >^7u;p«, ^>ku;h, -f>FU^ 

^•>^U5?n;v», 7it>xnijyjn, ^>777-;n, ^"Ov^j- 
7x-m, ^^y-7T-^;vs, t^^s?-;^ 7x^-^;vs, ^x^-^ij- 

15 y^JH, 7i;f7^;^ 7^7^-;!^, 7fUy^ 7U^S 

, ^>^$^;'jm, ^>v^itvu;i/S, ^>7^T7u;w*> 
20 s?K3k 7^y»> #;w^-r;i^ ->7/^ -hoi, a 

py>W, kHP^>S, N-77;^75;S, 7^;u* 

Jl't+yS, 77J^WM-M, N-y^^^W^t-fm 71)- 

;p*> 7U-;^*->*» 7U-;ux;i/*-;i/S, 7U-;^;w*-;i/*^^as 

, 7U-Jl/X;i'7 7 ; E^M, TD-fJH, To^yl, N-7n-fjH, c 2 

25 -c 6 7;i/*/-r;vs> c 2 -c 6 7;i/^y-r;v^^ N-c 2 -c 6 7;u*y 
-r;i/7sy», N-c 1 -c 6 7;^;i/75/*> n-c 1 -c 10 7;wi/^;wn* 
^-r;i/^> n, n-v- c 1 -c 10 7;wi/*;i/A ; E-r;us, n-c 2 -c 6 7;p 
^■-)vti)vn=E^)vm. n, N-^-c 2 -c 6 7;i/y-^;i/*;wt ; e-r;i/S, n- 
75/ c 1 ~c 10 7W^;vwm, N-c,-c 6 7;m ; ¥vc 1 -c 10 
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TWAMt'f )VM . N - C j - C 6 T)VU *t s sti)W ~ )V C,-C 10 7)1* 

N-c 3 -c 6 ^n7;p^;P7^ys, c 3 -c 6 ^nmim>'i, -r 
5 vtwj;n, <v^7yu;i/«, 3t-*wj;wk ?7 % /u;ps, fir 

, Th7kHD77-JH, ^*UyS> -iV^r/VJVm. -fy-f>H'JJH 

10 >y^-tf-yy;v^ ^>^ryu;i/S> ^>yy^~;i/S> *j-vyy-** 

A©«3§at&£Rfc<. ) ^\ ^v*yy;i^ -fv-f >hu;p»> x^>s*fr 
^v7i-;n, *y*u-U-;i/*> y^>V77-;n> 

^>W7x-ji/S, 7xW^-M, ^>y^5^yu;^ ^>y* 
20 *-m/y;i/3k ^>y^7v*y;t^ ^>777^;n, ^kKD^/77^ 
h < 5 1 v y y y x j; o jfarc h z> . 

*$8W©HRsS[l] 
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K*, R 1 , R 2 > R 3 , R 4 » R 5 WAr«fitBOlc*^W-r§o ]TSt£tl£ 
<b&to<DR$Lto%& 1 *^ 536 1 5 fc^. 
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n stt (i 9 8 1) *zmm ] xte^n\zm-f%i5mzi£?Tftoz.ttfr%z><, 

15 [XV] 



K4>> R\ R 2 > R 3 > Ar, PGTOG 1 }! jtfiIB©;ift£3rr&] TitS 
20 O# : £ETTHlS$-&§^t^ c t0-^ [XV I] 
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R 




H-t-NHPG' 



OMe 



[XVI] 



(Protective Groups in Organic Synt 
hesis), T. W. Jf'J— > (T. W. Greene) f« John Wi 
ley & Sonsft (1981) ^#fiS 1 X»^nC2pT£#}£ld5£oT, 

15 £$J©#ftTK:, - 1 o ora> £?£L< teo~3 ot;> o. 

, 1, hU^POX^X N, N-^pWWvJWxTS F 

;1/t;pp-;k x?-)V7)\<u-)V, ^>-tfx ^u>, #, h;i/x>, 

1, 4-$***tf>\ fh7kHD75>IW5tl, #»£JfcM©«' 
©j&feS, t*n?%>*fls*^l'>, ^dd*M, 1, 2-^nni^>, 7-fe 
hxhU;K N, N-^^^p^ATSF, 1, 4-^*+r>, h)VX>m 
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OU$?>, N-^^'Jy>, N, N-v*3W-UX 1, 8-^71f 
5 Vis&U [5. 4. 0] <7>x#-7-X> (DBU) > 1, 5-7tflf$/#a 
[4. 3. 0] / j— 5-X> (DBN) M3IW75> ;#M.fc£t?lJ 
y>, 4-WJI/75yk°'JyX tfnUX ;^y>, 4/'J>, -TV*/ 

©7;P# U ; «A«jjCJWW- h U £ A, U £ A^<7>7;kft U ^P7K 

10 S§« ; «j!«^;WU 3^*7 A^©7JWj U &JS7;V*JWb% ; 0H*.fc£& U £ A 
-tert ^h'J »7AX5P^-K ^ h U £ A*^7- h^€>7 

u ^«7;m^v h* ; wt«*awfcfr u £ a> h u ">a^©7;i/# 

•Cb»3«»ttiSl75>«^Wrc*D, #(Cf'JX5 1 ;i'75>, N, 

Rft«$n§^ISilJtLT(l m«N- 1: Fn*>-^>V> U 7V* 

>-2, 3-»^H5K 3-fcKa*->-3, 4-$>kFP-4-# 
*7~1, 2, 3 - ^ > 7 h U 7 £ n> n%N-tFD+y^ 
20 > V h U 7 V^;W&0t0f*T?fc* o 

^■>MMy^5F, l-^?;i/-2-7P ; eeU> ? X7A7-r^'f N 
, N' -^7^fc^v-f^^V-;k y7x-;i,7tX7t l JMOiJH, 
i^7^X7*UJl/7yF, N, N* -y7^y^=yJWJl/^-K N, 
25 N' -vX^vX^vJV^rljV-K l-X^JV-3- (3-y^W5 7 

^>7hU7V*-l-U^-^v-hUX (5**3^7$ >0 7^77^-7 
^^7^07*771^ tfT^N, N-^DA^> 

$ K, i-x^-3- (3 -^^7 5 /7°Ptf;p) 
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5 M^S, 1-50 mm, ft * L < 1 ~ 5 iiOf^iiaR^/XS 1 ~ 5 

[xv i] 



R\ RK R\ Ar. PGWeH tu*f3©jt*£Wf3] 
15 IfcWtttlWt, fc»J&ft5MT?Rfc3-frad£fc«kD-«5* [XVI I 



p£f* R 1 , R 2 , R 3 , R 5 , ArRtfPGMt H&ISWSc^^Wr^T^^n 




OMe 



10 




[XVII] 
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t?**#, am, KmrnxLtttsmmmmm*. ±ib-^ [xvn ~?m 

-78-30^ 0. 5~96Btr B l ^K«12~2 4«^f^. 

10 M££v>T&fflf sulfite, WMfc&mm$Rfo&mz&?T. m&mm? 

Z>Z.ttf!?%2>^ ±BB-jR5£ [XVI] T^^tl-S^tl^bT 2 ~ 

(i4Ig) 
-IS^ [XVI I] 



[5£*, R 1 , R 2 , R 3 , R\ ArWPG'd fflHBO«i**^*rs] 



[5$*', R 1 , R\ R 3 , R 5 Xi;Ar(t f&fB(D;t*&WT3]T^$n6fc£-% 



15 
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[7°Dt-^x^ 7" • 9)\r-~f7» "i>* • 5/>-fe5/X (P r o t e 

ctive Groups in Organic Synthesis), T 
5 .W.^'J-XT. W.Greene)!, John Wiley & So 
nstt(1981) ¥#M ] X«^n^2pr^)^«-pT, 

#e>nfc±tB-^ [v i ] -es$n§^^«§i^#^jt^A®^3 - 5 

10 XS©^j*TKlS:S"&*c:tfcJ;D±IB-jRS [I] «3n*<fc£tt£'&ffc-r 

dug) 

15 [X I X] 



fliAjja-jitt txv iii] 




[XIX] 




[XVIII] 



20 



HO 
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So 

(f2I@) 

5 ±«E-«5$; [X I X3 -jKSfc [XX] 



^ttiSlS^^CltKiDKl-jRaS; [XVI I] 



10 [iS^ RK R\ R\ R\ ArR^PGHt MfB©M^Wr§]T*$tl 
15 /St»K> *?£L<te5 0-1 2 0"C> 0. 5~9 6B#IBI> #3SL<«2~1 21$ 
20 75 H, 7irhXhU;K 7tbX ^>ifX h;Ux>, X-tJK 1, 4- 
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, N-S^^JWvJl'ArS h\ h)VX>, 7-fehX X-x;k 

, N, N-^V^DWHWSX N-^WWJ>, N-^WHf 
5 D'J^X N-^^l/kT^U^X N, N-v^rfMKT-UX 1, 8-5?Tif 
tfv^D [5. 4. 0] ^>x^-7-X> (DBU) , 1, 5~7ift*^n 
[4. 3. 0] J±- 5-X> (DBN) ^©fg3»JM75X 

ert-W-K ^HJOAX^-K ^KU A*? 1 ?- H£©7>;& 

io u ^*7;i/3*-> H ; 0i*.tf*»fb;& u 9 a, xmikj- h u *A^©7;kfr U & 

#5fcfb;&lJ£A, *iJ^A-tert-^7-K ^MJtfAX^— K ^* 

#e>ft£±fB-«; [xvi i] T?a$n-Bfl;^*»»jfifl5C<z)»4xs, s 
20 m&Aom 3-5 xs©^j*Tf±gB-je* 1 1 ] Tmznzik&mz&f&tz r. 

mmmE 
os lie) 

-«5S [XXI] 



25 




[5$+, L 2 te> Any>*©M»»S^U, Aril S(nE©*#*£*f *] T? 
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asnafc^fc-isa [v] 




[V] 



^5?>©cfc5ftffitti8«+T££jS3li\ [XXI I] 



[5£*, R\ R\ R\ R 5 > Ar, L 2 tt, UgHOjSefc^Wrs] T^SnS 
10 XI] T*^$n^^-8rti<h±fB-K [V] T*g$tiSft;'&*&££, l^tO. 

;m-;k x?vk7;kn~;k ^>t?x ^>u>, t°u> ? >, ;kfx>, h;i/ 

XX **/U>* 1, fh7tFD77>Wf^, 4>T 

Jk*;k&75 Fx h;kx>, *$^>##WjgT&5. 

sh^t?**^ mn> ±is-« [xxi] T^^n^^t/icMbT 1 . 

2-1 0«, 2-2«©±E-jKS; [V] T3l£ft£7^y 
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75 



•«5S [XX I I ] 




[XXII] 



[5fc«f, R 1 . R 2 . R 3 , Ar, L 2 te, i9IB©iS*&^rrs] TS^tl^^ 
[XX III] 

R 5 CHO [XXIII] 

XX I V] 



K«K R\ R 2 , R\ R 5 , Ar, L 2 te, MfBOM^WT^] Xi&lEfl 




[XXIV] 
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3-;k X5P^7;i/3-;k n-7°DAV-;k ^>i£>> ^yl/>, h°Uv> 
5 , )WJy, Hkxx *:>t/X 1, fh7tFD77>f 

o 

15 ^a, «^Hj^A^w«bn> 4^%>^1'*^-^-7*x#wbt&£ 

o 

ZZttfTZZtf, ±fE-$££ [XXI I] x^n^it^mzMvx 1 

. 2~10fi, £F£b<tel. 2~2«©±fB-Ht££ [XXI I I] 

20 n§r;^bh\ 1. 2-1 o#g, $?*b<«i. 2~2«©^itsj> i~ 
somrn, ffii<«3-5ii0iw§, KftH^asutt, -ax 

(i3Ig) 
-fl£i£ [XX I V] 



25 
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[a*, r 1 , r 2 , r 3 > r 5 > Ar, mt, iaffi©5t*swrs] T^$n?> 

[XXV] 



5 R 1 , R 2 , R 3 , R 5 , ArU fH3©jSl**Wr*] T?&£n<&<ffc£4& 

m.mzm*T, - ioow^w^ $?£t,<«-7 8-3 or;, o 
io . 5-9 6mm, ft£L<\$i 2-2 immRmz&zzt-vftmmmfcmz 

15 7>»fSn5^, «rfc«*.«X-T-;K Th7tHD77X v^n^x* 

Kf&XQimZtlzmnffltVT\t. N.N.N'.N'-f h7^5 1 Jl'X5 1 I/>yT$ 
>TMEDA, s\tt*?)l&X*5*> HMPA, Ilt'Jf!)AW^n, 

20 RJ6TCtt/B£ftStggLTKk #J*.fc£n-:/3\M/y^A, sec-^fjWJ 




H [XXV] 
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#e,nfc±fE-^ cxxv] rm%n%4k&mmmfeA<Dm4xm<Djjm 

(*1I8) 

-usss [xxv i] 



k<k a r mmoim&frrz'} -ci&stiztt&mt-iB&: [v] 



fy>OJ;5&tMtTW$t, -M; [XXVI I] 



Kf, R\ R 2 , R 3 , Aril WBB©af*SWrs] T?&<*n«fl5'&&fc:g 
15 MT^5„ 

vi] T^^n^b-&%t±fB-ls^; cv] Tr£$n*ft£«»££* iito. 
20 sMi$n§witttn ^cifi^^^t^oTfenfi 




10 
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75 F, ffSl^xXTiK 9»^WH^f;W 7irh-hU;K ^^;U7 

;vn-;k x^t;V3-;k ^>ifx 3^>i/>, tfu^x MP 
fe^^;i/7^3-;k xer;i/7^3-;k tfU^x ;P5^x n, N->^5f 

§dt«^^> MS, ±IB-« [XXVI I] "Ci$n§^®WtT 
10 1. 2~10fi, ffSKKl. 2-2 ^S0±|E-« [V] Tg£tl£7 

(£2X@) 

[XXV I I] 



15 R 1 , R 2 > R 3 , Art! IGfE©i£i*£;rr*] ^$tl3ft£«Sg^ 

fc&fcflJ££Jfc^5££tc«fc9fcH^ [XXVI I I] 



CsS*. R 1 , R 2 , R 3 Mr[t HuI2©^i»^-r§] T^SnS^W 
T?UO^e«E$ii:«^tk:J;D, -jRafc [XXIX] 





CHO 
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R 1 

V^[\_ /h r3 [XX,Xl 

mzmfe&znfcKifi* ^mz\mx\tzimit^>^>. zn&m. ^dai 

15 5ii£#T?£5j&t, ®S> ±IB-K [VII] T^n5Ml:^LT0. 
0 2-5 O^g, £?3;b<«l. 2~2#*©m«J£&J3T3o 

> mzmi&tznm^ ^fomzmmmfct^y* ^dd^va, i, 

n-;k x^)V7)Va-)W n-7*PAV-;k ^xtfx ^>i/x tfu^> 
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, )V^J>, h;UXX *i/V>* 1, Th7kh*n77>f 



Wkmo) W ^ ; #1 x. « p - h JUx >x h U 7 ;k* n 



10 MMffl^nSMbTH frmt^V^n-y-is-?^ 

zzttfu^zft, ast, ±ib-^ [xxvi 1 1] ~?mznz><t&m\zttL 

T> 1. 2~10il, $?£L<tel. 2~2li0gl|, 1~50^», ft 

h&sS; [xxix] 



20 [iS*, R x > R\ R 3 , Aril MB©«^Wr^)] T^tlS-fb^^A 

[XXV] 
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82 




CStf* R x > R 2 > R 3 ^ R 5 * Arli HuIBcDicft^-r^] ^Sn5fls^«l 

#e>ftfc-feS [XXV] T^£n*fc£%£^T«5§8;A©3l4I@©# 
5 ^tJ;D±IB-« [I] tf^$n5<b^«J*^T#5. 

[I] ^$n§^tl©5^> R'jtfCj— C 3 7W 
©t>©£^T©te^I©M&re&So 
10 HftA [VII] 

v^y n H [vii] 

R 5 

Kt, R\ R 2 , R 3 > R 5 > Arli IWB©*#**rr*] T3j£n3<t-£rtl 
[XXX] 

R 4 L 3 [XXX] 
15 RMiC-CsT^JK L 3 «, /\aer>^©JM»£^T] T^^n 

57M;VA7-f F £MJft£-fr3 H £ fc«k 9 -$5£ [XXX I] 




[XXXI] 



[p£»P, R 1 , R 2 , R 3 , R 4 , R 5 , Aril, iflB©ac**Wrs] t?^$ns 
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xx] ti^n§7MM7-f p^mm^mmm^T, 5~9 emm, 0 

10 n-;K z.3-)VT)Vn~-)V, n-:/n/v-;k ^>if>> 3^>i/X h;px> 

2>z.tifixz%ifi. mn, ±m-i&& [vii] ^snsMfc^iT, 1 

15 ~5 0»> $?£L<tel 0-5 0«O±iH-jRS; [XXX] TgSnSft^ 

#£>ftfc±tS-fl££ [XXX] T^$tl5^#>Srffl^T«3it*All5Xg© 
^fc«kO±ffi-«Sa; [I] 0fc**W*&JfcT!#*. 

20 «&H 

[i] T-mzn&ik&yKDD^. R 4 ^7k^a©t)©to 

[XXV] 




25 R\ R 2 , R 3 , R 5 ; A r ttflft|B©***Wr*] T^Stl*^^* 
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x\t*$zu umzwm<o& o rmmummiowtcy^m^ 5-96 mm 

, l, HJ^ppx^x mmtvm. iltx^xxf 

;k @^^;vx7.x;k 7-fehxHj;k ^^7;pn-;K x^;i/7;i/p- 
io ;k ^>ifx *z/v>* h;pxx **/vy, x— i, 4-^^> 

, ^DPtfcjUA, 1, 2->^PPX^X HJ^PPX^X Sf^X^JPXX 

15 #m£te£n&^\ ^wmz\tmz.\mm\&m, mm. h^Mnji 

zztifintzifi, j§sr> ±ib-jks: [xxv] TSsnsft^^bTi. 

20 2~10fl, ^Kttl. 

^<DumjjmRtfm$k*uT\z7K-to 
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foftM&ftoTtom&ftmislto JMI+0GLP- lJR«>*tJR©ttGLP- 1 
&8c4ttt, Student Ttt££J|JV>T»*r£frK *©ttMifcfl9^rit3l* 



^9 



10.0-. 



I 

CL 



o.o- 









P<0.01 


1 

















1116 10mg/kgf£ 



U±<D®i%: <fc 0 » 3 0 #fcJH>T* lOmg/kg ©fc£**«4£;h 

io ©i&ikkeK *589l©ft;^*tt9y Mc&^Tiff^jfiL+GL P- liftSftMl"* 
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[5£<K R\ R\ R 3 > R 4 > R 5 . ArR^n»IME©*«c*#*r*. 

n^^t!> R 5 x«Ar±©^;i/^+v;u«(3^^sis^<hLTfi : ^$n§x 

io i7$/s[:^it5t#jiPitLTH mztifflm* mm, mffi&, da> 
mis. mm. mt*mm.. mmmmmmommmm. mx\-m$m, 
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•fe;wa, few, raft* wmoMnn. wumm, mmmmommhtcWivi 

H#©ttWtt, *-©££»J, *^"fe;WB, SRtMX«t^©#*fcbT«3S 
«hLT«, 7 F Mx.\tbV*:UX^ #«© 

fx 7^v>!^'j m«7f7'J>»j(i;V'>!> 

ArtUVu—z* x^Ml^p-X, t FP^x^Pff;M^Hr;i/P-x#©-& 
~io osssk, ^l<«5~io oss%©^j5fc#£^tr££j&*T€?s. 

20 -rs#&©jg3&»»J£LTtt, F#-f ( 

mm. num&stm) rnxncn^om^mm^mif^ti^ 
x, mn&j*<Dmwfflx\ti' □ y :/»i*©*»hu o . 5-10 s*%©^ 

25 fc#*T?#a. 

*^0j©^#jo»t^f^bv^#*^ &/8£ft5te^tj©«> ib££ 

TigSJiMT^^i^T^^o Wit*, -BSD©^A-ASt)©«:#g^ @ 
□&#©*£» 0. l^L1 0 0 0mgT?»D, «□&#©*§-&, 1B1I3 
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0. 0 lfcV>L5 0 OmgW. &#lH]$:te> &##fefc«fctf;g#fc:<fc 

HJSM©^«^D-7h^^7tt, y>-h£bTS i 1 i c a ge 1 6 OF 

24 5 (Merck) &ffl&£txTUV&iH&£Jfl^fc. *7Af '>'J*y;i/ 

£LTte> Wakogel™ C-300 {WtWM) 3»ffl*7Affl^U* 
10 y;PtbTtt, LC-SORB™ SP-B-ODS (Chemco) *fc»Y 

MC-GEL™ ODS-AQ 12 0-S50 (lilWb^f^0f) £fflV>fc 0 

i-Bu : -f y^;P3£ 

n-Bu : n-y^;PS 

t-Bu: t -y^;P* 
15 Me : 

E t : 

Ph : 7xZJH 
i-Pr: -f V^Dt!;^ 
n-Pr: n-^Ptf^S 
20 CDC 1 3 : l^DD^M 

methanol-d 4 : Mp<^/— ^ 
DMS O- d 6 : ly7fHW+y H 

$MMIl 

25 jbtlMl 0 1 6g>Mj§ (3 — fyyptfjp- 5-7x^-2, 3, 4, 5~ 
fh7hHD-lH-U 6 , 4 -^>y^7if fcf >- 1, 

y^nD^> (3 0 0ml) 35<ktf2 -75 3 -*3\>l/- 1 
;K5 0. Og, 4 8 5mmol) £gSjt&ffll5Tii'&U 0tTl{Uj^> 
ft (35. 0ml, 5 2 4mmol) ^ITLfe. »^T^> 
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2V$mtfthit. 7jc (1 0 0ml) 0 KTKBMfc^ HJ£A*»* (1 0 

Og) £»U S^^^BETT^SLfc. $M££&tt£>&#liU @ 

#*atffe:frU£ATS£iiu Bffl©4(fc*2— f vfuwrwvy (3 6. 

3 g, 4 2 6mmo 1) (W8 8%) . 

5 X HNMR (CDC 1 s ) <5:0. 97 (3H, d, J = 6. 2Hz), 1. 0 

3 (3H, d, J = 5. 9Hz) , 1. 0 4-1. 2 0 (1H, m) , 1. 35 
-1. 3 7 (1H, m) , 1. 7 1-1. 7 7 (2H, m) 

N, N, N' , N' -^h^^)V^U>P7^y (TMEDA) (6 3. 
9ml, 4 2 4mmo 1) a>5/9W\tt> (3 0 0ml) mWiZftML, n- 

10 7?)VV?V&®2. 5M^U^D->mW. (1 7 0ml) fcglflDLfc. 

7x;-JP (2 3. 3g, 2 12mmol) fCgsin U 0&M 

*dt#bfc. ^>VnhU;i/ (2 1. 8g, 2 12mmol) ^»T-2>^X^ 
>J-##StL £ft£^MT-M#b/co ?X (2 0 0ml) fcgsjDU fi^Ki 
§3 0»im **fc*HiU H#®**fc^y#AT4aaU PH 

15 *i4tebfc. :ogK9 0W^t, fll^^iblMtaDp 

«*««U BtffU #£fft<H#£o i©?ft*lM7X^b^hU^A7KMt ; ^ 

20 M<D®B&<Dm®l£.my37 a^-JV (2-7,)V7 7-)V7x.~)V) (3 6 

. 4g, nOmmol) «(W8 0%) . 

X HNMR (CDC 1 8 ) 5:4. 21 (1H, s), 7. 14-7. 25 (1 
H, m) , 7 . 3 1-7. 39 ( 1 H, m) , 7 . 4 0-7. 6 3 ( 5 H, m) 
, 7. 75-7. 80 (2H, m) 
25 FAB-MS (m/e) : 2 1 5 [M + H] + 

IglT?#Sn£'ffc'&tJ (0. 3ml) SIg2©4jJ« (3 0 0mg, 1. 

4 0mmol) ©2, 6 (3. 0ml) »»«fcMTSrTUfc. ^ 

»m fi^*sssan?3«fM«^u, mm. (i. omn &»bfc 0 m 
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. «&<Z>»»®3 — fV7°nt:;i/-5-7xn;l/-2 > 3-^bh'a-i, 
5 4-^>V^7i?k°> (2 6 6mg, 0. 9 4 7mmol) (W6 8% 

) . 

^NMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 7Hz) , 1. 0 
6 (3H, d, J = 6. 7Hz), 1. 94-2. 11 ( 1 H, m) , 2. 96 
(1H, ddd, J = 12. 3, 6. 5, 4. 0Hz), 3. 27 (1H, dd 
10 , J = 12. 3, 11. 3Hz) , 3. 62 (1H, dd, J = ll. 3, 4. 
0Hz), 7. 09-7. 15 ( 1 H, m) , 7. 32-7. 6 4 (8H, m) 
FAB-MS (m/e) : 2 8 2 [M+H] + 

(18 0mg, 0. 640mmol) ©h'J7Mnit (3 

. omo mmz, 3 0 %««^tk ( 1 . 0 m 1 ) *m 0 noumrmia l 
15 tco mam®, u&m*^MT-m.m.wv, 10 %ttvmi-hvv&#mtti 

fl2fc*l. 4-5***U->»F* (3. 0ml) fcig£U 16»*»* (2 0 Omg 
, 3. 0 6mmol) £ft*K:*JflLfc. g£«£-Hife£irei*#U 

zsV%?)V±.T, ^*tJ->/imx^ (8 0/2 0) ^^«J<hf^^ 7 

PTh^7^fH:iU R)f 3 - -f v 7°a tf ;i/ - 5 - 7 x - ;i/ - 2 , 

3, 4, 5-fh7tHD- 1 H- 1 A 6 , 4-^>y^Tift°>-l, 1-5? 
25 *>Oi?7^fW-a (35. 8mg, 0. 114mmoK Wl8%) 
^irXb (6 2. 6mg, 0. 199mmol, iR^3 1%) «^fi©tfi^ 

X HNMR (CDCI3) (5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 7 5- 1. 8 5 ( 1 H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 3Hz) , 3. 49-3. 58 (1H, m) , 5. 99 ( 1 H, s 
) , 6. 68-6. 71 (1H, m) , 7. 3 3- 7. 4 3 (7H, m) , 8. 
5 13-8. 18(1 H, m) 

FAB-MS (m/e) : 3 1 6 [M + H] + 

'HNMR (CDC 1 3 ) <5:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 94 
10 -3. 02 ( 1 H, m) , 3. 42-3. 50 ( 2 H, m) , 5. 85 (1H, 
s) , 6. 88-6. 95 (1H, m) , 7. 29-7. 42 (5H, m) , 7 
. 44-7. 50 (2H, m), 8. 12-8. 20 (1H, m) 
FAB-MS (m/e) : 3 1 6 [M + H] + 

i5 £XF\zmmm 1 fcra*teUT#fcfc£ft©*afc»s*-r . 



mmm2 

fc&mmi 0 0 ltpgii (Ar :Ph;R':H;R 2 :H;R 3 :H;R 4 :H; 
R 5 : P h ; n = 0 ) . 

*HNMR (CDC 1 ,) 5:2. 77 ( 1 H, ddd, J = 3. 0, 10. 4 

20 , 14. 1Hz) , 2. 86 (1H, ddd, J = 2. 9, 4. 0, 14. 1H 
z) , 3. 39 (1H, J=ddd, 2. 9, 10. 4, 14. 1Hz) , 3. 
58 (1H, ddd, J = 3. 0, 4. 0, 14. 1Hz) , 5. 71 (1H, 
s) , 6. 62-6. 65 (1H, m), 7. 03-7. 14 (2H, m), 7 
. 24-7. 40 (5H, m), 7. 60-7. 64 (1H, m) 

25 FAB-MS (m/e) : 24 2 [M + H] + 

jkftMM 1 0 0 2 CPgjfi (Ar :Ph;R':H;R 2 :H;R 3 :Me ;R 4 :H 
; R s : Ph ; n = 0) 
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'HNMR (CDC 1 3 ) 6:1. 22 (3H, d, J = 6. 5Hz), 2. 4 
6 (1H, dd, J = 10. 4, 14. 1Hz) , 2. 87 (1H, dd, J = 
2. 3, 14. 1Hz) , 3. 48 ( 1 H, J = dqd, 2. 3, 6. 5, 10 
. 4Hz), 5. 67 (1H, s), 6. 59-6. 63 ( 1 H, m) , 7. 0 
5 0-7. 16 (2H, m) , 7. 26-7. 39 (1H, m) , 7. 40-7. 
4 4 (4H, m) , 7. 6 1-7. 6 6 (1H, m) 
FAB-MS (m/e) : 2 5 6 [M + H] + 



10 jk&MMl 0 0 6 (DM (Ar : Ph ; R 1 : i-Pr ;R 2 :H;R 3 :H;R 4 
: H ; R s : Ph ; n = 0) 

'HNMR (CDC 1 3 ) 6:1. 04 (3H, d, J = 6. 8Hz) , 1. 0 
7 (3H, d, J = 6. 8Hz) , 1. 90-2. 02 (1H, m), 2. 6 0 
-2. 68 (1H, m), 3. 26 (1H, dd, J = 9. 9, 14. 1Hz) 
15 , 3. 44 (1H, dd, J = 2. 7, 14. 1Hz) , 5. 66 (1H, s) 
, 6. 59-6. 65 (1H, m), 7. 00-7. 40 (7H, m), 7. 6 
0-7. 6 3 (1H, m) 
FAB-MS (m/e) : 2 8 3 [M + H] + 

20 ^6609 5 

Jb£»fl3l 0 0 7tZ)SOt (Ar : Ph ; R 1 : i -P r ; R 2 : H ; R 3 : H ; R 4 
: H ; R 5 : Ph ; n— 2) 

X HNMR (CDC1 3 ) 6:1. 09 (3H, d, J = 6. 9Hz) , 1. 1 
6 (3H, d, J-6. 9Hz) 2. 8 5-2. 9 5 (1H, m) , 2. 96- 
25 3. 0 3 (1H, m) , 3. 50 (1H, dd, J = 2. 9, 14. 8Hz) , 
3. 74 (1H, dd, J = ll. 1. 14. 8Hz) , 5. 92 (1H, s) 
, 6. 68 (1H, d, J = 8. 9Hz) , 7. 3 0-7. 4 5 (7H, m) , 
8. 13-8. 16 (1H, m) 
FAB -MS (m/e) : 316 [M+H] + 
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MMM6 

<t£MMl 0 1 5<D®M (Ar :Ph;R':H;R 2 :H;R 3 : i-Pr; R 4 
: H ; R 5 : Ph ; n = 0) 
5 'HNMR (CD C 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 

5 (3H, d, J = 6. 7 Hz) , 1. 90-2. 05 (1H, m) , 2. 75 
-2. 85 (1H, m) , 2. 85-2. 9 4 (2 H, m) , 5. 72 (1H, 
s ) , 6. 72-6. 79 (1H, m) , 7. 05-7. 16 ( 2 H, m) , 7 
. 24-7. 38 (5H, m) , 7. 48-7. 51 (1H, m) 

10 FAB-MS (m/e) : 2 8 4 [M + H] + 

ik&MM 10 17 <Dm$k 

mfl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :M 
15 e ; R 5 : P h ; n = 0 ) 

'HNMR (CDC 1 3 ) (5:0. 91 (3H, d, J = 6. 9Hz), 1. 0 
2 (3H, d, J = 6. 9Hz) , 1. 58-1. 71 (1H, m) , 2. 19 
(3H, s), 2. 47-2. 54 ( 1 H, m) , 2. 70-3. 00 (2H, m 
), 5. 97 (1H, s), 6. 76-6. 72 ( 1 H, m) , 7. 22-7. 
20 4 1 (5H, m) , 7. 6 0- 7. 6 5 (3H, m) 
FAB-MS (m/e) : 2 9 8 [M + H] + 
^7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :M 
e ;R 5 : Ph ; n=0) 
'HNMR (CDC1,) <5 : 0. 98 (3H, d, J = 6. 9Hz) , 1. 1 
25 7 (3H, d, J = 6. 9Hz) , 1. 58-1. 71 ( 1 H, m) , 1. 78 
(3H, s), 2. 63-3. 00 (3H, m), 6. 03 (1H, s), 6. 7 
6-6. 72 (1H, m), 7. 22-7. 41 (5H, m) , 7. 65-7. 

6 9 (3H, m) 

FAB-MS (m/e) : 2 9 8 [M + H] + 
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mmms 

w&rnm io3i omm 

5?7XfUtT-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
5 ; R 5 : 4-OH-Ph ; n = 0) 

X HNMR (CDC 1 3 ) 6:0. 93 (3H, d, J = 6. 9 Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 7 5 (1H, m) , 2. 44 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 ( 1 H, dd, J = 2 
. 2, 13. 9Hz) , 3. 04 ( 1 H, ddd, J = 2. 2, 5. 2, 10. 
10 8Hz), 5. 07 (1H, s) , 6. 60-6. 64 ( 1 H, m) , 6. 83 
(2H, d, J = 8. 6Hz) , 7. 02-7. 13 (2H, m) , 7. 27 ( 
2H, d, J = 8. 6Hz) , 7. 60-7. 64 (lH.m) 

FAB-MS (m/e) : 3 0 0 [M + H] + 
S?7XfUt"7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
15 ; R 6 : 4-OH-Ph ; n = 0) 

'HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 8Hz), 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 9 5-2. 0 5 (1H, m) , 2. 76 
-2. 83 (1H, m) , 2. 87-2. 94 (2H, m), 5. 65 (1H, 
s), 6. 78-6. 82 (1H, m) , 6. 80 (2H, d, J = 8. 6Hz 
20 ) , 7. 10-7. 14 (2H, m) , 7. 20 (2H, d, J = 8. 6Hz) 
, 7. 49-7. 52 (1H, m) 
FAB-MS (m/e) : 3 0 0 [M + H] + 

»9 

25 fe&gjl 0 3 2<DgSBf (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
: H ; R 5 : 4-OH-Ph ; n = 2) 

J HNMR (CDC 1 8 ) 5:0. 94 (3 H, d, J = 6. 4Hz), 0. 9 
8 (3H, d, J = 6. 4Hz) , 1. 8 8-2. 0 0 ( 1 H, m) , 2. 92 
-3. 00 (1H, m), 3. 35-3. 52 (2H, m), 5. 77 (1H, 
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s) , 6. 83 (2H, d, J = 8. 5Hz) , 6. 9 2 -6. 9 7 ( 1 H, m 
) , 7. 18 (2H, d, J = 8. 5Hz) , 7. 4 5- 7. 4 8 (2H, m) 
, 8. 1 2-8. 1 6 (1H, m) 
FAB-MS (m/e) : 3 3 2 [M + H] + 

5 

ik&MU 0 3 Z(DW&& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
: H ; R 5 : 3-OH-Ph ; n = 2) 
J HNMR (CDC1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz), 1. 0 

10 0 (3H, d, J = 6. 8Hz), 1. 95-2. 10 ( 1 H, m), 2. 98 
-3. 04 (1H, m) , 3. 40-3. 55 (2H, m) , 5. 82 (1H, 
s) , 6. 80 (1H, dd, J = 2. 9, 7. 8Hz) , 6. 83 ( 1 H, d 
, J = 2. 9Hz) , 6. 90 (1H, d, J = 7. 6Hz) , 6. 95-6. 
98 (1H, m) , 7. 25 (1H, dd, J = 7. 6, 7. 8Hz) , 7. 4 

15 7-7. 50 (2H, m), 8. 13-8. 16 (1H, m) 
FAB-MS (m/e) : 346 [M + H] + 

mmm 1 1 

ik&tom 1034 <pmt 

20 S?7XfW-a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-OH-Ph ; n=2) 

! HNMR (CDC 1 3 ) 0:1. 00 (3H, d, J = 7. 5Hz), 1. 0 
0 (3H, d, J = 7. 5Hz), 1. 82-1. 94 ( 1 H, m) , 3. 17 
(1H, dd, J = ll. 3, 14. 5Hz) , 3. 47 ( 1 H, dd, J = 2 
25 . 8, 14. 5Hz), 3. 48-3. 58 (1H, m), 6. 07 (1H, s 
), 6. 80-6. 85 (2H, m) , 6. 94-6. 97 (1H, m) , 7. 
06-7. 10 (1H, m), 7. 21-7. 28 (1H, m) , 7. 49-7 
. 53 (2H, m), 8. 16-8. 20 (1H, m) 
FAB-MS (m/e) : 3 3 2 [M+H] + 
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y7Xf^-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 2-OH-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 9 Hz) , 1. 9 2-2. 0 5 (1H, m) , 2. 92 
5 -3. 02 (1H, m) , 3. 46 (1H, dd, J = 9. 6, 14. 3Hz) 
, 3. 57 (1H, dd, J = l. 9, 14. 3Hz) , 6. 1 3 (1H, s) 
, 6. 80-6. 86 (2H, m), 6. 96-7. 00 (2H, m), 7. 1 
2-7. 17 (1H, m) , 7. 25-7. 32 (1H, m) , 7. 53-7. 
61 (2H, m) , 8. 13-8. 17 (1H, m) 
10 FAB-MS (m/e) : 3 3 2 [M + H] + 

$mm 1 2 

tt&tiim 1 0 3 5 omB. 

^7Xfm-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
15 ; R 5 : 4-MeO-Ph ; n=0) 

J HNMR (CDC1 3 ) 6:0. 97 (3H, d, J = 6. 7Hz) , 0. 9 

7 (3H, d, J = 6. 7 Hz) , 1. 75-1. 85 (1H, m) , 3. 07 
(1H, dd, J = ll. 4, 14. 3Hz), 3. 43 ( 1 H, dd, J = 2 

. 2, 14. 3Hz) , 3. 51 (1H, ddd, 1 = 2. 2, 4. 9, 11. 
20 4Hz), 3. 85 (3H, s), 5. 81 ( 1 H, s), 6. 72-6. 76 
(1H, m) , 6. 95 (2H, d, J = 8. 8Hz), 7. 32 (2H, d, 
J = 8. 8Hz), 7. 34-7. 41 (2H, m), 8. 12-8. 16 (1 
H, m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 
25 ^7Xf^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R s : 4-MeO-Ph ; n=0) 
1 HNMR (CDC 1 3 ) <5 : 0. 9 5 (3H, d, J = 6. 7Hz) , 0. 9 

8 (3H, d, J = 6. 7Hz), 1. 90-2. 03 ( 1 H, m) , 2. 98 
(1H, ddd, J = 3. 7, 5. 6, 9. 1Hz), 3. 43 ( 1 H, dd, 
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J = 9. 1, 14. 6Hz) , 3. 50 (1H, dd, J = 3. 7, 14. 6H 
z) , 3. 82 (3H, s) , 5. 79 (1H, s) , 6. 8 8-6. 9 6 (1 
H, m) , 6. 91 (2H, d, J = 8. 8Hz) , 7. 24 (2H, d, J = 
8. 8Hz) , 7. 4 3-7. 5 0 (2H, m) , 8. 13-8. 17 (1H, 
5 m) 

FAB-MS (m/e) : 346 [M + H] + 

mmm 1 3 

it^mi 0 3 6<2)gjf (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
10 :H; R 5 : 3-MeQ-Ph ; n=2) 

X HNMR (CD C 1 3 ) <5:0. 95 (3H, d. J = 7. OHz) , 0. 9 
9 (3H, d, J-7. OHz) , 1. 9 2- 2. 0 5 (1H, m) , 2. 95 
-3. 00 (1H, m) , 3. 40-3. 05 (2H, m) , 3. 79 (3H, 
s) , 5. 82 (1H, s) , 6. 8 2-6. 9 8 (4H, m) , 7. 29 (1 
15 H, dd, J-7. 4, 8. 3Hz) , 7. 4 3-7. 4 7 (2H, m) , 8. 
12-8. 15 (1H, m) 
FAB-MS (m/e) : 3 46 [M + H] + 

mnm 1 4 

20 ik&Qom 1 0 3 7 (DMM 

^7Xrl/f7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 

; R 5 : 2-MeO-Ph ; n=2) 
X HNMR (CDC 1 3 ) 6 : 0. 96 (3H, d, J = 6. 7Hz) , 0. 9 

6 (3H, d, J = 6. 7Hz) , 1. 7 6 - 1. 8 5 (1H, m) , 3. 06 
25 (1H, dd, J = ll. 5, 14. 3Hz) , 3. 45 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 54 (1H, ddd, J = 2. 2, 4. 9, 11. 

5Hz) , 3. 70 (3H, s), 6. 12 (1H, s), 6. 67-6. 70 
(1H, m) , 6. 92 (1H, d, J = 8. 2Hz) , 7. 06 ( 1 H, t, 

J = 7. 5Hz) , 7. 3 0-7. 4 0 (3H, m) , 7. 50 (1H, dd, 
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J = l. 5, 7. 5Hz) , 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 46 [M+H] + 
y/Xfl/t^-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 2-MeO-Ph ; n = 2) 
5 ! HNMR (CDC 1 8 ) 6:0. 92 (3H, d, J = 6. 8Hz), 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 83 
-2. 93 (1H, m) , 3. 55 (2H, d, J = 6. 0Hz) , 3. 78 ( 
3H, s) , 5. 92 (1H, s) , 6. 86-6. 90 (1H, m) , 6. 9 

4 (1H, d, J=8. 2Hz) , 6. 99 (1H, t, J = 7. 5Hz) , 7 
10 . 2 6-7. 4 5 (4H, m) , 8. 14-8. 18 ( 1 H, m) 

FAB-MS (m/e) : 3 46 [M + H] + 

mmm 1 5 

jfr&ftflii 1 0 4 0 <pmm 

15 mfl/tv-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 4-BnO-Ph ; n = 0) 
X HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 

5 (3H, d, J = 6. 8 H z ) , 1. 65-1. 74 ( 1 H, m) , 2. 43 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 

20 . 2, 13. 9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 

8Hz) , 5. 10 (2H, s) , 5. 59 (1H, s) , 6. 60-6. 64 
(1H, m) , 7. 01 (2H, d, J = 8. 8Hz) , 7. 02-7. 12 ( 

2H, m) , 7. 35 (2H, d, J = 8. 8Hz) , 7. 3 3 -7. 4 9 (5 

H, m) , 7. 60-7. 64 (1H, m) 
25 FAB-MS (m/e) : 3 9 0 [M+H] + 

5?7Xfm*-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R s : 4-BnO-Ph ; n = 0) 
*HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 8Hz), 0. 9 

4 (3H, d, J = 6. 8Hz) , 1. 9 5-2. 0 9 (1H, m) , 2. 83 
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-2. 91 (3H, m) , 5. 07 (2H, s) , 5. 69 (1 H, s) , 6. 
7 9-6. 8 2 (1H, m) , 6. 97 (2H, d, J = 8. 8Hz) , 7. 0 
9-7. 17 (2H, m) , 7. 26 (2H, d, J=8. 8Hz) , 7. 30 
-7. 49 (5H, m), 7. 50-7. 5 2 (1H, m) 
5 FAB-MS (m/e) : 3 9 0 [M + H] + 

mmm 1 6 

jk&MMl 0 4 l<pm& (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
: H ; R 5 : 4-BnQ-Ph ; n= 1) 

10 'HNMR (CDC 1 3 ) 6:0. 9 0 (3H, d, J = 6. 8Hz) , 0. 9 
4 (3H, d, J = 6. 8Hz) , 1. 7 5- 1. 9 0 (1H, m) , 2. 58 
-2. 62 (1H, m) , 3. 04 (1H, dd, 3=4. 8, 13. 0Hz) 
, 3. 50 (1H, dd, 1 = 7. 4, 13. 0Hz), 5. 09 (2H, s) 
, 5. 28 (1H, s) , 6. 84 (1H, d, J = 7. 9Hz) , 6. 99 ( 

15 2H, dd, 3 = 2. 0, 6. 7Hz) , 7. 25 (2H, dd, J = 2. 0, 
6. 7Hz) , 7. 3 0- 7. 54 (7H, m) , 7. 95 (1H, dd, J = 
1. 2, 7. 9Hz) 
FAB-MS (m/e) : 4 0 6 [M + H] + 

20 mm 1 7 

tt&mW 1 0 4 2 QDgSljg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
: OH ; R 5 : 4-BnQ-Ph ; n = 1 ) 

J HNMR (CDC 1 3 ) 6:1. 03 (3H, d, J = 6. 8Hz), 1. 1 
4 (3H, d, J = 6. 8Hz), 1. 82-1. 96 (1H, m), 3. 08 
25 -3. 26 (2H, m), 3. 44-3. 57 (1H, m), 4. 21 (1H, 
s), 5. 10 (2 H, s), 5. 19 (1H, s), 6. 84 (1H, d, J 
= 7. 7Hz), 7. 00 (2H, d, J = 8. 9Hz), 7. 31 (2H, d 
, J = 8. 9Hz) , 7. 26-7. 56 (7H, m), 7. 84-7. 94 ( 
1H, m) 
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FAB-MS (m/e) : 4 2 2 [M+H] + 
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mnm 1 8 

{k&Qllto 1 0 4 3 (DMM (At : P h ; R 1 ; H ; R 2 : H ; R 3 : i - P r ; R 4 
5 :H;R 5 :4-BnQ-Ph;n=2) 

*HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 9 Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 8 9-2. 0 0 (1H, m) , 2. 94 
-3. 01 (1H, m) , 3. 41 (1H, dd, J = 9. 1, 14. 3Hz) 
, 3. 49 (1H, dd, J = 3. 4, 14. 3Hz), 5. 08 (2H, s) 
10 , 5. 79 ( 1 H, S ) , 6. 93-7. 00 ( 1 H, m) , 6. 99 ( 1 H, 
d, J = 9. 0Hz) , 7. 25 (2H, d, J = 9. 0Hz) , 7. 32-7 
. 50 ( 7 H, m) , 8. 13-8. 17 ( 1 H, m) 
FAB-MS (m/e) : 4 2 2 [M + H] + 

15 mmm 1 9 

y7XfP*7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-Bn-Ph;n = 2) 
'HNMR (CDC 1 3 ) (5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
20 7 (3H, d, J = 6. 9Hz) , 1. 7 4-1. 8 6 (1H, m) , 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz), 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz) , 3. 52 ( 1 H, ddd, J = 2. 2, 4. 8, 11. 
5Hz) , 5. 08 (2H, s) , 5. 86 (1H, s) , 6. 95-7. 00 
(2H, m), 7. 05 (1H, d, J = l. 7Hz), 7. 26-7. 46 ( 
25 8 H, m) , 8 . 12-8. 16 ( 1 H, m) 
. FAB-MS (m/e) : 4 2 2 [M+H] + 

^fW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-Bn-Ph ; n=2) 
'HNMR (CDC 1 .) (5:0. 94 (3H, d, J=6. 7Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 04 (1H, m) , 2. 96 
(1H, ddd, J = 3. 8, 5. 8, 8. 7Hz) , 3. 43 (1H, dd, 
J=8. 7, 14. 2Hz) , 3. 50 (1H, dd, J = 3. 8, 14. 2H 
z) , 5. 05 (2H, s) , 5. 82 (1H, s) , 6. 89-6. 99 (4 
5 H, m) , 7. 25-7. 50 (8H, m), 8. 12-8. 1 6 ( 1 H, m) 
FAB-MS (m/e) :4 2 2 [M + H] + 



mmm 2 0 

fc&mm 1045 omm 

10 5?77rW-a (A r : Ph ; R 1 : H; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 2 -BnO-Ph ; n=2) 

*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 7. 0Hz), 0. 9 
5 (3H, d, 3=7. 0Hz) , 1. 7 5- 1. 8 6 (1H, m) , 3. 04 
(1H, dd, J = ll. 5, 14. 3Hz) , 3. 45 (1H, dd, J = 2 

15 . 2, 14. 3Hz) , 3. 55 ( 1 H, ddd, 3 = 2. 2, 4. 9, 11. 
5Hz) , 4. 95 (1H, d, J = 12. 3Hz) , 5. 03 (1H, d, J 
= 12. 3 Hz) , 6. 2 5 (1H, s), 6. 72-6. 76 (1H, m), 
6. 96 (1H, dd, J = l. 0, 8. 2Hz) , 7. 05-7. 13 (3H 
, m) , 7. 18-7. 2 9 (3H, m) , 7. 29-7. 39 (3H, m), 

20 7. 57 (1H, dd, J = l. 3, 7. 5Hz), 8. 12-8. 15 (1H 
, m) 

FAB-MS (m/e) :4 2 2 [M + H] + 
^TXfP^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-BnO-Ph ; n=2) 
25 X HNMR (CDC 1 ,) <5:0. 85 (3H, d, J = 6. 8Hz), 0. 8 
8 (3H, d, J = 6. 8Hz), 1. 84-2. 00 (1H, m) , 2. 85 
(1H, dd, J = 6. 4, 12. 8Hz) , 3. 52 (2H, d, J = 6. 4 
Hz) , 5. 01 (1H, d, J = 12. 0Hz) , 5. 06 (1H, d, 3 = 
12. 0Hz), 5. 98 (1H, s) . 6. 87-6. 91 (1H, m) , 6 
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. 99-7. 04 (2H, m), 7. 13-7. 17 (2H, m), 7. 23- 
7. 32 (3H, m) , 7. 32-7. 37 (2H, m) , 7. 38-7. 46 
(2H, m) , 8. 13-8. 1 7 ( 1 H, m) 
FAB-MS (m/e) : 4 2 2 [M + H] + 

5 

H10!) 2 1 

fb^ljl 0 4 6 0)181% (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 

: H ; R 5 : 4-P hCH^CH . O-Ph ; n = 2) 
J HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
10 7 (3H, d, J = 6. 8Hz) , 1. 7 0- 1. 8 8 (1H, m) , 3. 06 

(1H, dd, J = l 1. 3, 14. 1Hz) , 3. 13 (2H, t, J = 7. 

0Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 1Hz) , 3. 50 (1 

H, ddd, J = 2, 2, 4. 9, 11. 3Hz) , 4. 22 (2H, t, J = 

7. 0Hz) , 5. 79 (1H, s) , 6. 71-6. 75 (1H, m) , 6. 
15 9 4 (1H, d, J = 8. 7Hz) , 7. 2 0-7. 40 (9H, m) , 8 . 1 

0-8. 15 (1H, m) 
FAB-MS (m/e) : 4 3 6 [M + H] + 

20 fc-atlffijl 0 4 7 (DMlB. (Ar :Ph;R':H;R 2 :H;R 3 : i - P r ; R 4 
:H;R 5 : 3-QH-3-Me-Bu ; n=0) 

'HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 8 Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 33 (6H, s) , 1. 64-1. 75 
(1H, m) , 2. 02 (1H, t, J = 6. 2Hz), 2. 43 (1H, dd 

25 , J = 10. 7, 13. 9Hz) , 2. 89 (1H, dd, J = 2. 2, 13. 
9Hz) , 3. 04 (1H, ddd, J = 2. 2, 5. 2, 10. 7Hz) , 4 
. 22 (1H, t, J = 6. 2Hz), 5. 59 (1H, s), 6. 59-6. 
63 (1H, m) , 6. 94 (2H, d, J = 8. 5Hz) , 7. 03-7. 1 
2 (2H, m) , 7. 35 (2H, d, J = 8. 5Hz) , 7. 61-7. 64 
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(1H, m) 

FAB-MS (m/e) : 3 8 6 [M + H] + 

mmm 2 3 
5 o&mm ipso omm. 

S?77fl^t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 4-nP r NHCOCH20-Ph ; n=0) 

! HNMR (CD C 1 3 ) 6:0. 91-0. 97 (9H, m), 1. 50-1 
. 65 (3H, m) , 2. 42 (1H, del, J = 10. 8, 13. 9 Hz) , 
10 2. 89 (1H, dd, J = 2. 2, 13. 9Hz), 3. 22-3. 36 (1 
H, m) , 3. 2 8- 3. 3 8 (2H, m) , 4. 52 (2H, s) , 5. 62 
(1H, s) , 6. 52-6. 57 ( 1 H, m) , 6. 94 (2 H, d, J = 8 
. 8Hz), 7. 00-7. 12 (2H, m) , 7. 38 (2H, d, J = 8. 
8Hz) , 7. 62-7. 65 (1H, m) 
15 FAB-MS (m/e) : 3 9 9 [M+H] + 

y7^T^?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-nP r NHCOCH20-Ph ; n=0) 

'HNMR (CDC1 3 ) <5:0. 85-1. 00 (9H,m), 1. 50-1 
. 65 (2H, m) , 1. 90-2. 00 ( 1 H, m) , 2. 73-2. 89 ( 
20 3H,m), 4. 50 (2H, s), 5. 67 (1H, s) , 6. 72-6. 7 
3 (1H, m) , 6. 90 (2H, d, J = 8. 7Hz) , 7. 10-7. 15 
(2H, m) , 7. 28 (2H, d, J = 8. 7Hz) , 7. 5 0-7. 5 3 ( 
1H, m) 

FAB-MS (m/e) : 3 9 9 [M + H] + 

25 

mmm 2 4 

tt&mm io5i (omm. 

5?7XTU*"?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 4-n-PrNHCOCH 2 0-Ph ; n = 2) 
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'HNMR (CDC 1 s ) (5:0. 9 4 (3 H, t, J = 7. 5 Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 0. 98 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 65 (2H, m), 1. 74-1. 89 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 3, 14. 1Hz) , 3. 33 (1H, t , J = 6. 8 
5 Hz) , 3. 35 (1H, t, J = 6. 8Hz) , 3. 44 (1H, dd, J = 

2. 3, 14. 1Hz) , 3. 50 (1H, ddd, J-2. 3, 5. 4, 1 1 
. 3Hz) , 4. 53 (2H, s) , 5. 85 (1H, s) , 6. 59 (1H, 
brs) , 6. 69-6. 72 (1H, m) , 6. 97 (1H, d, J = 8. 6 
Hz) , 7. 35 (1H, d, J = 8. 6Hz) , 7. 35-7. 41 (2H, 

10 m) ,8. 13-8. 16(1 H, m) 

FAB-MS (m/e) : 4 3 1 [M + H] + 
y7Xfl/^-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 4-n-P rNHCOCH 2 0-Ph ; n=2) 
'HNMR (CDC 1 8 ) <5:0. 9 4 (3 H, t, J = 7. 6Hz), 0. 9 
15 5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 51-1. 71 (2H, m), 1. 89-2. 00 (1H, m) , 2. 97- 

3. 04 (1H, m), 3. 31 (1H, t, J = 6. 9Hz), 3. 33 (1 
H, t, J = 6. 9Hz), 3. 40-3. 50 (2H, m), 4. 51 (2H 
, s) , 5. 81 (1H, s), 6. 60 (1H, brs), 6. 91-6. 9 

20 6 (1H, m), 6. 93 (1H, d, J = 8. 7Hz), 7. 27 (1H, d 
, J = 8. 7Hz), 7. 45-7. 52 (2H, m), 8. 14-8. 19 ( 
1H, m) 

FAB-MS (m/e) : 431 [M + H] + 
25 MMM 2 5 

it&m 1 0 5 2 (pmm 

5?7Xf^-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-n-P rNHCOCH 2 0-Ph ; n = 2) 
'HNMR (CDC 1 .) 8:0. 93 (3 H, t, J = 7. 4Hz), 0. 9 
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9 (3H, d, J = 6. 8Hz) , 0. 99 (3H, d, J = 6. 8Hz) , 1 
. 52-1. 65 ( 2 H, m) , 1. 75-1. 89 ( 1 H, m) , 3. 07 ( 
1H, dd, J = ll. 5, 14. 4Hz) , 3. 31 (1H, t, J=6. 6 
Hz) , 3. 33 (1H, t, J = 6. 6Hz) , 3. 46 (1H, dd, J = 
5 2. 2, 14. 4Hz) , 3. 50 (1H, ddd, J = 2. 2, 5. 0, 1 1 
. 5Hz) , 4. 51 (3H, s) , 5. 91 (1H, s) , 6. 61 (1H, 
brs), 6. 69-6. 73 (1H, m) , 6. 87-6. 92 ( 1 H, m) 
, 7. 04 (1H, d, J = 7. 9Hz) , 7. 3 3-7. 4 3 (3H, m) , 
8. 13-8. 17 (1H, m) 

10 FAB-MS (m/e) : 431 [M+H] + 

y77fl/tY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-n-P rNHCOCH 2 0-Ph ; n = 2) 

'HNMR (CDC 1 3 ) 6:0. 92 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 

15 . 50-1. 65 (2H, m), 1. 91-2. 03 (1H, m) , 3. 01 ( 
1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 29 (1H, t, J = 
6. 4Hz), 3. 32 (1H, t, J = 6. 4Hz), 3. 42 (1H, dd 
, J = 8. 8, 14. 3Hz) , 3. 46 (1H, dd, J = 3. 6, 14. 3 
Hz) , 4. 48 (3H, s) , 5. 84 (1H, s) , 6. 59 (1H, br 

20 s), 6. 85-6. 89 ( 1 H, m) , 6. 93 (1H, s), 6. 94 (1 
H, d, J = 7. 8Hz) , 7. 00 (1H, d, J = 7. 8Hz) , 7. 32 
(1H, t, J = 7. 8Hz), 7. 46-7. 53 (2H, m), 8. 15- 
8. 19 (1H, m) 
FAB-MS (m/e) : 431 [M+H] + 

25 

mmm 2 6 

ft&tom 1053 (pmrn 

^7Xfl/f7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 2-n-P rNHCOCH 2 Q-Ph ; n=2) 



WO 02/053548 



PCT/JP01/11267 



*HNMR (CDC 1 8 ) 6:0. 7 5 (3H, t, J = 7. 4Hz), 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 
. 37-1. 52 ( 2 H, m) , 1. 77-1. 85 ( 1 H. m) , 3. 0 2- 
3. 22 (2H, m) , 3. 49 ( 1 H, dd, J = 2. 2, 7. 2Hz) , 3 
5 . 56 (1H, m) , 4. 21 (1H, d, J = 14. 1Hz) , 4. 40 (1 
H, d, J = l 4. 1Hz) , 6. 38 (1H, s) , 6. 65-6. 69 (1 
H, m) , 6. 69 (1H, brs), 6. 83 (1H, d , J = 7 . 6Hz) 
, 7. 17 (1H, t, J = 7. 6Hz) , 7. 34-7. 44 (3H, m) , 
7. 64 (1H, d, J = 7. 6Hz) , 8. 10-8. 14 ( 1 H, m) 
10 FAB-MS (m/e) :43 1 [M + H] + 

^7Xrl/tY-b (Ar :Ph;R ] :H;R 2 :H;R 3 : i -P r ; R 4 : H 
; R 5 : 2-n-P rNHCOCH 2 0-Ph ; n = 2) 

*HNMR (CD C 1 3 ) (5:0. 77 (3H, t, J = 7. 4Hz), 0. 9 
7 (3H, d, J = 6. 9Hz) , 1. 00 (3H, d, J = 6. 8Hz) , 1 
15 . 30-1. 51 ( 2 H, m) , 2. 03-2. 13 ( 1 H, m) , 2. 75- 
2. 85 (1H, m), 3. 08-3. 23 (2H, m), 3. 59-3. 62 
(2H, m) , 4. 21 (1H, d, J = 14. 2Hz) , 4. 40 (1H, d 
, J = 14. 2Hz) , 6. 27 (1H, s) , 6. 7 3-6. 7 6 ( 1 H, m 
) , 6. 88 (1H, d, J = 7. 8Hz) , 6. 90 ( 1 H, brs) , 7. 
20 17 (1H, t, J = 7. 8Hz) , 7. 40 ( 1 H, t, J = 7. 8Hz), 
7. 42-7. 49 (2H, m), 7. 67 (1H, d, J = 7. 8Hz), 8 
. 05-8. 09 (1H, m) 
FAB-MS (m/e) : 4 3 1 [M + H] + 



25 mm 2 7 

ikSMM 10 9 1 <p$m 

y7XfW-7-a (Ar:Ph;R':H;R 2 :H;R 3 : i-Pr ;R 4 :H 
; R 5 : 3-C1, 4-Me-Ph;n = 2) 
'HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 8 Hz) , 0. 9 



WO 02/053548 PCT/JP01/11267 

107 

8 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 8 (1H, m) , 2. 41 
(3H, s) , 3. 04 (1H, dd, J = ll. 3, 14. 2Hz) , 3. 4 

4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 4 5- 3. 5 5 ( 1 H, m 
) , 5. 87 (1H, s) , 6. 71-6. 7 4 (1H, m) , 7. 15 (1H 
5 , dd, J = l. 6, 7. 8Hz) , 7. 26 ( 1 H, d, J = 7. 8Hz) , 

7. 35-7. 45 ( 3 H, m) , 8. 12-8. 15 ( 1 H, m) 
FAB-MS (m/e) : 3 6 4/3 6 6 [M+H] + 

i?7Xrl/tT-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-C1, 4 -M e - P h ; n = 2) 
10 : HNMR (CDC 1 3 ) 8:0. 95 (3H, d, J = 6. 4Hz), 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 38 
(3H, s) , 2. 95-3. 05 (lH.m), 3. 40-3. 50 (2H, 

m), 5. 99 (1H, s) , 6. 9 4 ( 1 H, m) , 7. 03 (1H, dd, 
J = l. 6, 7. 8Hz) , 7. 20 (1H, d, J = 7. 8Hz) , 7. 36 
15 (1H, d, J = l. 6Hz) , 7. 4 7-7. 5 0 (2H, m) , 8. 13- 

8 . 16 ( 1 H, m) 

FAB-MS (m/e) : 3 6 4/3 6 6 [M + H] + 

mmm2 8 

20 jt&foM 1 0 9 7 <DW& 

^Xfl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 ;H 

; R 5 : 3— HO— 4— Me — Ph ; n = 2) 
'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 (1H, m) , 2. 28 
25 (3H, s), 3. 07 (1H, dd, J = ll. 3, 14. 3Hz), 3. 4 

2 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 4 6-3. 5 2 ( 1 H, m 

), 5. 77 (1H, s), 6. 67-6. 87 (3H, m), 7. 16 (1H 

, d, J = 7. 6Hz) , 7. 3 6- 7. 3 9 (2H, m) , 8. 11-8. 1 

4 (1H, m) 
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FAB-MS (m/e) : 3 4 6 [M + H] + 
S^rXxl/^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3— HO— 4— Me-Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 
5 8 (3H, d, J = 6. 7Hz) , 1. 92-2. 03 (1H, m), 2. 25 
(3H, s) , 2. 9 4-3. 0 2 (1H, m) , 3. 4 8- 3. 5 2 (2H, 
m) , 5. 75 (1H, s), 6. 74 (1H, d, J = l. 5Hz), 6. 8 
0 (1H, dd, J = 1 . 5, 7. 6Hz), 6. 95-6. 98 (1H, m) 
, 7. 12 (1H, d, 3 = 7. 6Hz) , 7. 4 5-7. 48 (2H, m) , 
10 8 . 1 2 - 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 34 6 [M+H] + 

mmm 2 9 

jt&MM io98 <omm 

15 mrl/tT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3 — PhCH20 — 4 —Me — P h ; n= 2) 
'HNMR (CD C 1 3 ) 6:0. 96 (3H, d, J = 6. 7Hz) , 0. 9 

6 (3H, d , J = 6. 7Hz), 1. 72-1. 85 ( 1 H, m) , 2. 32 
(3H, s) , 3. 07 (1H, dd, J = ll. 6, 14. 2Hz) , 3. 4 

20 2 (1H, dd, J = 2. 2, 14. 2Hz) , 3. 4 7-3. 5 4 ( 1 H, m 
), 5. 06 (1H. d, J = 2. 8Hz) , 5. 06 ( 1 H, d, J = 2. 8 
Hz), 5. 79 (1H, s) , 6. 74 ( 1 H, dd, J = l. 9, 6. 9H 
z) , 6. 91-6. 94 (2H, m) , 7. 21 ( 1 H, d, 5=7. 6Hz 
), 7. 30-7. 43 ( 7 H, m) , 8. 12-8. 15 ( 1 H, m) 
25 FAB-MS (m/e) :43 6 [M + H] + 

y7Xrl/f?-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3 — PhCH20-4 — M e — Ph ; n=2) 
'HNMR (CD C 1 3 ) 6:0. 93 (3H, d, J = 6. 9 Hz) , 0. 9 

7 (3H, d, J = 6. 7Hz), 1. 92-2. 01 (1H, m) , 2. 30 
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(3H, s) , 2. 92-2. 98 ( 1 H, m) , 3. 39-3. 53 (2H, 
m) , 5. 03 (2H, s) , 5. 78 (1H, s) , 6. 8 2-6. 9 0 (3 

H, m) , 7. 16 (1H, d, J = 7. 6Hz) , 7. 2 9-7. 4 9 (7H 
, m) , 8. 12-8. 15 (1H, m) 
5 FAB-MS (m/e) : 4 3 6 [M + H] + 

mmm 3 0 

ik&Votol 0 9 9(D^jg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R 5 : 3— MeQ— 4— Me — Ph ; n = 2) 
10 *HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 7 Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz), 1. 94-2. 07 (1H, m) , 2. 03 
(3H, s), 2. 95-3. 02 (1H, m) , 3. 41-3. 56 (2H, 
m) , 3. 77 (3H, s) , 5. 81 (1H, s) , 6. 7 9-6. 8 2 (2 
H, m) , 6. 92-6. 95 (1H, m) , 7. 13 ( 1 H, d, J = 7. 3 
15 Hz), 7. 45-7. 48 (2H, m), 8. 13-8. 16 (1H, m) 
FAB-MS (m/e) : 3 6 0 [M + H] + 

mrnm s 1 

jk&$M 110 1 <D9tM (Ar : Ph ; R 1 :H ; R 2 :H ; R 3 : i-Pr;R 4 
20 :H; R 5 : 3-v i ny 1 -4-Me-Ph ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 7 Hz) , 0. 9 

9 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 2 (1H, m) , 2. 36 
(3H, s), 2. 95-3. 05 (1H, m), 3. 40-3. 55 <2H, 

m), 5. 28 (1H, dd, J = l. 3, 10. 9Hz), 5. 59 (1H, 
25 dd. J = l. 3, 17. 4Hz), 5. 81 (1H, s), 6. 94 (1H, 

dd, J = 10. 9, 17. 4 Hz) , 6. 90-7. 00 (1H, m), 7. 

09 (1H, dd, J = l. 9, 7. 8Hz) , 7. 13 (1H, d, J = 7. 

8Hz) , 7. 4 5-7. 5 0 (2H, m) , 7. 6 5-7. 7 5 (1H, m) 

, 8. 14-8. 17 (1H, m) 



WO 02/053548 

110 

FAB-MS (m/e) : 3 5 6 [M+H] + 



PCT/JP01/11267 



mmrn 3 2 

it&mn 1 0 2(pmm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
5 :H; R 5 : 3- i PrQ-4-Me-Ph ; n=2) 

l HNMR (CDC 1 3 ) (5:0. 9 5 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 29 (3H, d, J = 6. 0Hz) , 1 
. 29 (3H, d, J = 6. 0Hz) , 1. 9 5-2. 0 8 (1H, m) , 2. 
21 (3H, s) , 2. 93-3. 02 (1H, m) , 3. 41-3. 54 (2 
10 H, m) , 4. 4 0-4. 5 0 (1H, m) , 5. 75 (1H, s) , 6. 78 
-6. 81 (2H, m), 6. 92-6. 9 4 ( 1 H, m) , 7. 14 (1H, 
d, J = 7. 9Hz) , 7. 44-7. 47 (2H, m) , 8. 12-8. 15 
(1H, m) 

FAB-MS (m/e) : 3 8 8 [M + H] + 

15 

mMM3 3 

ft&mm iio6 <om& 

y7Xfl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

; R 5 : 3— OH— 4— MeO— Ph ; n=2) 
20 J HNMR (CDC 1 8 ) (5:0. 97 (3H, d, J = 6. 9 Hz) , 0. 9 

7 (3H, d, J = 6. 9Hz) , 1. 71-1. 82 (1H, m) , 3. 06 
(1H, dd, J = ll. 5, 14. 3Hz), 3. 41 ( 1 H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 (1H, ddd, J = 2. 2, 4. 8, 11. 

5Hz) , 3. 93 (3H, s) , 5. 76 (1H, s) , 6. 77 (1H, m 
25 ) , 6. 8 5-6. 9 0 (2H, m) , 7. 01 ( 1 H, d, J = l. 9Hz) 

, 7. 35-7. 38 (2H, m), 8. 11-8. 14 ( 1 H, m) 
FAB-MS (m/e) : 3 6 2 [M + H] + 

^7^rUt7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 

; R 5 : 3— OH— 4— MeO— Ph ; n=2) 
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*HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 04 (1H, m) , 2. 93 
-3. 01 (1H, m) , 3. 38-3. 52 (2H,m), 3. 90 (3H, 
s) , 5. 7 4 (1H, s) , 6. 73 (1H, dd, J = 2. 6, 8. 2Hz 
5 ) , 6. 83 (1H, d, J = 8. 2Hz) , 6. 94-6. 9 9 (2H, m) 
, 7. 44-7. 47 ( 2 H, m) , 8. 11-8. 14 (1H, m) 

FAB-MS (m/e) : 3 6 2 [M + H] + 

mmm 3 4 
io fc&mm iio7 <omt 

yTXfl/tY-a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4 —OH— 3 — 1 - Ph ; n=0) 

'HNMR (CDC1,) 5:0. 93 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 5 3- 1. 8 2 (1H, m) , 2. 40 
15 (1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, 1 = 2 
. 2, 13. 9Hz), 3. 00 (1H, ddd, J = 2. 2, 5. 0, 10. 
8 H z ) , 5. 60 (1H, s ) , 6. 58-6. 65 (1H, m) , 6. 99 
(1H, d, J = 8. 2Hz), 7. 03-7. 16 (2H, m), 7. 28 ( 
1H, dd, J = 1 . 7, 8. 2 H z ) . 7. 61-7. 67 (1H, m) , 7 
20 . 7 7 (1H, d, J = l. 7Hz) 

FAB-MS (m/e) : 4 2 6 [M + H] + 
y7XfW-b (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4 -OH- 3 - I -Ph ; n=0) 
'HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
25 5 (3H, d, J = 6. 7Hz), 1. 93-2. 04 (1H, m), 2. 76 
-2. 88 ( 3 H, m) , 5. 65 (1H, s ) , 6. 76-6. 80 (1H, 
m) , 6. 94 (1H, d, J = 8. 4Hz) , 7. 12-7. 20 (2H, m 
) , 7. 17 (1H, dd, J = 2. 0, 8. 4Hz) , 7. 5 0-7. 5 4 ( 
1H, m), 7. 68 (1H, d, J = 2. 0Hz) 
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FAB-MS (m/e) : 42 6 [M+H] + 



PCT/JP01/11267 



mmm 3 5 

ikaMD: 1 0 8<Pgj& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
5 :H; R 5 : 3 — 1—4 — OH— Ph ; n=2) 

X HNMR (CDC 1 3 ) (5:0. 97 (3H, d, J = 6. 8Hz) , 1. 0 
1 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 0 (1H, m) , 2. 92 
-3. 04 (1H, m), 3. 36-3. 50 (2H, m) , 5. 79 (1H, 
s) , 6. 9 0-7. 0 0 (1H, m) , 6. 95 (1H, d, J = 8. 3Hz 
10 ), 7. 13 (1H, dd, J = l. 8, 8. 3Hz), 7. 45-7. 52 ( 
2H, m) , 7. 67 ( 1 H, d, J = l. 8Hz) , 8. 12-8. 18 (1 
H, m) 

FAB-MS (m/e) :4 5 8 [M + H] + 

15 mmm 3 6 

jfrjWy 1 0 9<DM& (At : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 
: H ; R 5 : 5-1 -2-QH-Ph ; n = 2) 

X HNMR (CD C 1 3 ) 6:0. 99 (3H, d, J=6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 82-1. 94 (1H, m) , 3. 13 
20 (1H, dd, J = ll. 6, 14. 8Hz), 3. 46 (1H, dd, J = 2 
. 0, 14. 8Hz) , 3. 4 7- 3. 5 8 (1H, m) , 6. 08 ( 1 H, s 
) , 6. 71 (1H, d, J = 8. 6Hz) , 7. 07-7. 13 (2H, m) 
, 7. 48-7. 59 (3H, m), 8. 16-8. 2 0 (1H, m) 
FAB-MS (m/e) : 4 5 7 [M + H] + 

25 

MMM 3 7 

fc&Wsmi 1 1 OOSBf (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r : R 4 
:H; R 5 : 2- I -5-OH-Ph ; n=2) 
: HNMR (CD C 1 3 ) <5:0. 95 (3H, d, J=6. 8Hz) , 0. 9 
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9 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 95 
-3. 04 (1H, m) , 3. 35-3. 50 (2H,m), 4. 75 (1H, 
bs), 5. 77 (1H, s ) , 6. 60-6. 65 (1H, m) , 6. 85- 
7. 00 (2H, m) , 7. 32 (1H, d, J = 8. 6Hz), 7. 45-7 
5 . 52 (1H, m) , 7. 81 (1H, d, J = 8. 6Hz) , 8. 13-8. 
16 ( 1 H, m) 
FAB-MS (m/e) : 4 5 8 [M + H] + 

mnm 3 8 
10 1112 (omm. 

y7^fW-a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
;R 5 : 3-Br-4-OMe-Ph;n=2) 

'HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 9 Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 75-1. 85 ( 1 H, m) , 3. 05 

15 (1H, dd, J = l 1. 3, 14. 1Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 1Hz) , 3. 46-3. 53 (1H, m), 3. 9 4 (3 H, s 
) , 5. 8 5 (1H, s), 6. 72-6. 76 (1H, m) , 6. 96 (1H 
, d, J = 8. 5Hz) , 7. 23 (1H, dd, J = 2. 1, 8. 5Hz) , 
7. 38-7. 42 (2H, m) , 7. 45 (1H, d, J = 2. 1Hz), 8 

20 . 1 2-8. 1 6 (1H, m) 

FAB-MS (m/e) : 3 8 0, 3 8 2 [M + H] + 
ztTZrW^-b (A r : Ph ; R 1 : H; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-C1, 4 -Me O-Ph ; n = 2) 
J HNMR (CDC 1 3 ) 8:0. 96 (3H, d, J = 6. 8Hz), 1. 0 

25 0 (3H, d, J = 6. 8Hz), 1. 90-2. 10 (1H, m), 3. 00 
(1H, ddd, J = 3. 4, 5. 6, 9.'0Hz), 3. 41 (1H, dd, 
J = 9. 0, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 (1H, s) , 6. 90 (1H, d, J 
= 8. 7Hz) , 6. 9 3- 6. 9 7 (1H, m) , 7. 08 (1H, dd, J 
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= 1. 6, 8. 7Hz) , 7. 43 (1H, d, J = l. 6Hz) , 7. 48- 
7. 51 (2H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M+H] + 

5 mmm39 

ibjgi 1113 o$et 

S?7Xfl/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 3-Br-4-OMe-Ph;n = 2) 
*HNMR (CDC 1 8 ) 5:0. 98 (3H, d, J = 6. 8 Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz) , 1. 7 3-1. 8 8 (1H, m) , 3. 05 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 3, 14. 3Hz) , 3. 49 ( 1 H, ddd, J = 2. 3, 4. 9, 11. 
4Hz) , 3. 94 (3H, s) , 5. 85 (1H, s) , 6. 73-6. 77 
(1H, m) , 6. 94 (1H, d, J = 8. 5Hz) , 7. 28 ( 1 H, dd 
15 , 3 = 2. 1, 8. 5Hz), 7. 38-7. 42 (2H, m), 7. 63 (1 
H, d, J=2. 1Hz) , 8. 12-8. 16 (1H, m) 

FAB -MS (m/e) : 424/42 6 [M+H] + 
^TXTl/tY-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 : 3-Br, 4-MeO-Ph ; n=2) 
20 X HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 8 Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 89-2. 01 (1H, m) , 3. 00 
(1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 40 (1H, dd, 
J = 9. 0, 14. 3 Hz) , 3. 47 (1H, dd, J = 3. 5, 14. 3H 
z) , 3. 91 (3H, s) , 5. 79 ( 1 H, s) , 6. 87 (1H, d, J 
25 =8. 6Hz) , 6. 94-6. 9 8 ( 1 H, m) , 7. 12 ( 1 H, dd, J 
= 2. 0, 8. 6Hz), 7. 46-7. 54 (2H, m), 7. 62 (1H, 
d, J = 2. OHz) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 2 4/4 2 6 [M + H] + 
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mmm4 o 

^7Xf^T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 4-OMe - 3 - I - Ph ; n = 0) 
5 *HNMR (CDC 1 s ) <5:0. 94 (3 H, d, J = 6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 6 5- 1. 7 8 (1H, m) , 2. 40 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 89 (1H, dd, J = 2 
. 2, 13. 9Hz) , 3. 01 (1H, ddd, J = 2. 2, 5. 3, 10. 
8Hz) , 3. 9 1 (3H, s) , 5. 60 (1H, s) , 6. 59-6. 63 
10 (1H, m) , 6. 84 (1H, d, J = 8. 5Hz), 7. 06-7. 14 ( 
2H, m) , 7. 36 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 62-7 
. 66 (1H, m), 7. 87 (1H, d, J = 2. OHz) 

FAB-MS (m/e) : 4 40 [M + H] + 
y7XrVf?-b (Ar iPhjR^HiR^HiR 3 : i-Pr ;R 4 :H 
15 ; R 5 : 4— OMe — 3— I— Ph ; n = 0) 

J HNMR (CDClj) (5:0. 9 4 (3 H, d, J = 6. 7Hz), 0. 9 
5 (3H, d, J = 6. 7Hz) , 1. 9 2-2. 0 4 (1H, m) , 2. 75 
-2. 8 4 (1H, m) , 2. 85-2. 92 (2H, m), 3. 89 (3H, 
s), 5. 65 (1H, s) , 6. 77-6. 80 (lH.m), 6. 79 (1 
20 H, d, J = 8. 5Hz) , 7. 10-7. 18 (2H, m), 7. 22 (1H 
, dd, J = 2. 3, 8. 5Hz), 7. 50-7. 54 (1H, m) , 7. 8 
2 (1H, d, J = 2. 3Hz) 
FAB-MS (m/e) : 4 4 0 [M+H] + 

25 1 

fc&VlM 1116 <pwm 

^7XfW7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
;R 5 : 4-OMe-3-I-Ph;n=2) 
l HNMR (CD C 1 3 ) 6:0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
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8 (3H, d, J = 6. 6 Hz) , 1. 65-1. 87 ( 1 H, m) , 3. 05 
(1H, dd, J = ll. 4, 14. 5Hz) , 3. 44 (1H, d d, J = 2 
. 3, 14. 5Hz) , 3. 44-3. 52 ( 1 H, m) , 3. 92 (3H, s 
), 5. 83 (1H, s), 6. 73-6. 77 (1H, m) . 6. 86 (1H 
5 , d, J = 8. 5Hz) , 7. 32 ( 1 H, dd, J = 2. 0, 8. 5Hz) , 
7. 38-7. 42 (2H, m) , 7. 84 (1H, d, J = 2. 0Hz) , 8 
. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 4 7 2 [M + H] + 
^TXfW-b (Ar iPhiR^HjR^HiR 3 : i-Pr;R 4 :H 
10 ; R 5 : 3- I, 4-MeO-Ph ; n=2) 

! HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 

8 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 0 (1H, m) , 2. 99 
(1H, ddd, J = 3. 4, 5. 7, 9. 1Hz) , 3. 40 (1H, dd, 

J = 9. 1, 14. 4Hz) , 3. 47 ( 1 H, dd, J = 3. 4, 14. 4H 
15 z) , 3. 89 (1H, s) , 5. 77 (1H, s) , 6. 79 (1H, d, J 
= 8. 5Hz) , 6. 9 4-6. 9 7 (1H, m) , 7. 14 (1H, dd, J 
= 2. 1, 8. 5Hz) , 7. 48-7. 52 (2H,m), 7. 85 (1H, 
d, J = 2. 1Hz), 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 47 2 [M + H] + 

20 

^J&0H 2 

fc&mw iii7 (pum 

^7XrVtT-a (At : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 :2-I, 5 -Me O- P h ; n= 2 ) 
25 J HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 

9 (3H, d, J=6. 8Hz) , 1. 7 2- 1. 8 5 (1H, m) , 3. 06 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 46 ( 1 H, dd, J = l 

. 7, 14. 4Hz), 3. 48-3. 54 ( 1 H, m) , 3. 86 (3H, s 
), 5. 88 (1H, s), 6. 73-6. 76 ( 1 H, m) , 6. 82 (1H 
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, dd, J = l. 7, 7. 9Hz) , 6. 87 (1H, d, J = l. 7Hz) , 

7. 3 7-7. 42 (2H, m) , 7. 81 (1H, d, J = 7. 9Hz) , 8 
. 13-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 4 7 2 [M + H] + 
5 ^7XrVtV-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :2-I, 5 -Me O- P h ; n= 2) 

X HNMR (CDC1 3 ) 8:0. 96 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 90-2. 05 (1H, m) , 2. 95 
-3. 02 (1H, m) , 3. 38-3. 51 (2H,'m) , 3. 83 (3H, 
10 s) , 5. 84 (1H, s), 6. 69 (1H, dd, J = l. 9, 8. 2Hz 
) , 6. 84 (1H, d, J = l. 9Hz) , 6. 91-6. 95 (1H, m) 
, 7. 4 6-7. 5 3 (2H, m) , 7. 75 (1H, d, J = 8. 2Hz) , 

8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 7 2 [M + H] + 

15 

HJSM4 3 

ik&mm 1118 <dw& 

mf^7-a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 

; R 5 : 5 - I - 2-MeO-Ph ; n=2) 
20 *HNMR (CDCI3) 6:0. 97 (3H, d, J = 6. 7Hz) , 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 7 5- 1. 8 9 (1H, m) , 3. 02 
(1H, dd, J = ll. 4, 14. 3Hz) , 3. 46 ( 1 H, dd, J = 2 

. 3, 14. 3Hz) , 3. 4 8-3. 5 4 (1H, m) , 3. 65 (3H, s 

), 6. 08 (1H, s), 6. 65-6. 69 (1H, m), 6. 67 (1H 
25 , d, J = 8. 6Hz), 7. 33-7. 42 (2H, m), 7. 63 (1H, 

dd, J = 2. 3, 8. 6Hz) , 7. 82 (1H, d, J = 2. 3Hz) , 8 

. 11-8. 1 6 ( 1 H, m) 
FAB-MS (m/e) :4 7 2 [M + H] + 

^T^f-W-^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
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; R 5 : 5-1-2 -MeO-Ph;n=2) 

r HNMR (CDC 1 s ) 6:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
6 ( 3 H, d , J = 6. 8 H z ) , 1. 88-2. 02 (1H, m) , 2. 80 
-2. 90 (1H, m) , 3. 52 (2H, d, J = 6. 4Hz) , 3. 72 ( 
5 3H, s) , 5. 92 (1H, s) , 6. 70 (1H, d, J = 8. 5Hz) , 
6. 79-6. 84 ( 1 H, m) , 7. 39-7. 50 (2H,m), 7. 56 
-7. 66 (2H, m), 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 4 7 1 [M+H] + 

10 $mM4 4 

jk&mmi 1 1 9<P»ji (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
:H; R 5 : 3— I— 4 — EtQ — Ph ; n= 2) 

J HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 5Hz) , 1. 0 
2 (3H, d, J = 6. 5Hz), 1. 48 (3H, t, J = 6. 9Hz), 1 

15 . 90-2. 05 (1H, m) , 2. 92-3. 08 (1H, m), 3. 35- 
3. 50 (2H, m) , 4. 09 (2H, q, J = 6. 9Hz) , 5. 79 (1 
H, s) , 6. 76 (1H, d, J = 8. 1Hz), 6. 9 4-6. 9 7 (1H 
, m) , 7. 13 (1H, dd, J=4. 9, 8. 1Hz) , 7. 45-7. 5 
5 (2H, m), 7. 84 (1H, d, J =4. 9Hz), 8. 13-8. 18 

20 (1H, m) 

FAB-MS (m/e) : 4 8 6 [M + H] + 

mmm4 5 

jbftlMi 1 2 Ocomm (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
25 :H; R s : 3— I— 4 — iPrO — Ph ; n = 2) 

X HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 7. 0Hz), 1. 0 
0 (3H, d, J = 6. 5Hz) , 1. 40 (3H, d, J = 5. 8Hz) , 1 
. 40 (3H, d, J = 5. 8Hz), 1. 85-2. 00 ( 1 H, m) , 2. 
90-3. 05 (1H, m) , 3. 35-3. 51 (2H, m), 4. 50-4 
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. 62 (1H, m), 5. 76 (1H, s) , 6. 78 (1H, d, J = 7. 9 
Hz), 6. 93-6. 96 ( 1 H, m) , 7. 11 (1H, dd, J = 1 . 9 
, 7. 9Hz), 7. 45-7. 52 (2H, m), 7. 84 (1H, d, J = 
1. 9Hz) , 8. 13-8. 16 (1H, m) 
5 FAB-MS (m/e) : 5 0 0 [M + H] + 

it&mn 1 2 KDMM (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 3— I— 4 — nPrO — Ph ; n= 2) 

10 *HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 6Hz) , 1. 10 (3H, t, J = 7. 4Hz) , 1 
. 80-2. 00 (3H, m), 2. 95-3. 04 (1H, m), 3. 3 5- 
3. 50 (2H, m), 3. 98 (2H, t, J = 6. 3Hz), 5. 76 (1 
H, s) , 6. 75 (1H, d, J = 8. 5Hz) , 6. 9 3-6. 9 6 (1H 

15 ,m), 7. 11 (1H, dd, J = 2. 0, 8. 5Hz), 7. 47-7. 5 
0 (2H, m), 7. 83 (1H, d, 1 = 2. 2Hz), 8. 13-8. 16 
(1H, m) 

FAB-MS (m/e) : 5 0 0 [M + H] + 

20 mmm4 7 

jt&mn 1 2 2<omt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H; R 5 : 3- I -4-nBuO-Ph ; n=2) 

X HNMR (CDC 1 3 ) 5:0. 95-1. 02 (9H, m), 1. 50-1 
. 70 (2H, m) , 1. 90-2. 00 (1H, m), 2. 95-3. 05 ( 
25 1H, m), 3. 40-3. 50 (2H, m), 4. 02 (2H, t, J = 6. 
3Hz) , 5. 78 (1H, s) , 6. 73 (1H, d, J = 8. 4Hz) , 6 
. 9 2-6. 9 9 (1H, m) , 7. 12 (1H, dd, J = 2. 0, 8. 4H 
z) , 7. 4 5-7. 5 2 (2H, m) , 7. 83 (1H, d, J=2. 0Hz 
), 8. 14-8. 17 (1H, m) 
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FAB-MS (m/e) : 5 1 4 [M + H] + 
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mmm4 8 

jb^MU 1 2 3<DM& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
5 :H; R s : 3 — 1— 4— (2 -Me) P rO-Ph ; n = 2) 

'HNMR (CD C 1 3 ) 6:0. 95-1. 02 <9H, m) , 1. 30-1 
. 36 (3H, m) , 1. 75-1. 85 (2H, m) , 1. 90-2. 05 ( 
1H, m) , 2. 95-3. 05 (1H, m) , 3. 38-3. 50 (2H, m 
) , 4. 3 0-4. 4 0 (1H, m) , 5. 78 (1H, s) , 6. 75 (1H 
10 , d, J = 8. 3Hz) , 6. 9 7-6. 9 9 ( 1 H, m) , 7. 12 (1H, 
d d , J = 2. 0, 8. 3Hz), 7. 48-7. 53 ( 2 H, m) , 7. 83 
(1H, d, J = 2. 0Hz) , 8. 14-8. 17 (1H, m) 
FAB-MS (m/e) : 5 14 [M + H] + 

15 M1&M4 9 

Jfr&foflU 1 2 4<Pggj6 ( A r : Ph ; R' : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H;R 5 :3-I, 4-PhCH , Q-Ph ; n = 2) 

'HNMR (CDC 1 8 ) <5:0. 96 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz), 1. 86-2. 00 (1H, m), 2. 99 

20 (1H, ddd, J = 3. 4, 5. 7, 9. 4Hz) , 3. 39 (1H, dd, 
J = 9. 4, 14. 3Hz) , 3. 47 (1H, dd, J = 3. 4, 14. 3H 
z) , 5. 16 (2H, s) , 5. 77 (1H, s) , 6. 82 (1H, d, J 
= 8. 7Hz) , 6. 9 3-6. 9 7 (1H, m) , 7. 12 (1H, dd, J 
= 2. 0, 8. 7Hz), 7. 30-7. 44 (3H, m), 7. 46-7. 5 

25 2 (4H, m), 7. 87 (1H, d, J = 2. 0Hz), 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 5 4 8 [M + H] + 



mm 5 o 
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ikjsmmi 1 2 5Qgj ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H;R 5 :3-Br, 4 - P h CH^CH . O- P h ; n= 2) 

! HNMR (CDC 1 8 > <5:0- 97 (3H, d, J = 6. 8 Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 7 ( 1 H, m) , 3. 04 
5 (1H, dd, J = ll. 4, 14. 5Hz) , 3. 41 (2H, t, J = 6. 
8Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 5Hz), 3. 48 (1 
H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 25 (2H, t, J = 
6. 8Hz), 5. 83 (1H, s) , 6. 70-6. 74 (1H, m), 6. 
88 (1H, d, J = 8. 5Hz), 7. 20-7. 43 (8H, m), 7. 6 
10 1 (1H, d, J = 2. 1Hz) , 8. 11-8. 15 ( 1 H, m) 

FAB-MS (m/e) : 5 1 4, 516 [M + H] + 

mmm 5 1 

{t&Votol 1 2 6<Pgjg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
15 : H ; R 5 : 3-C1, 4-PhCH , CH , Q-Ph ; n=2) 

X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8Hz), 0. 9 

7 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 4 ( 1 H, m) , 3. 04 
(1H, dd, J = ll. 4, 14. 1Hz) , 3. 18 (2H, t, J = 6. 

9Hz) , 3. 43 (1H, dd, J = 2. 3, 14. 1Hz), 3. 48 (1 
20 H, ddd, J = 2, 3, 5. 0, 11. 4Hz) , 4. 26 (2H, t, J = 

6. 9Hz), 5. 83 (1H, s), ft. 70-6. 74 (1H, m), 6. 

92 (1H, d, J = 8. 5Hz) , 7. 17 ( 1 H, dd, J = 2. 1, 8. 

5Hz) , 7. 2 3-7. 4 3 (7H, m) , 7. 44 (1H, d, J = 2. 1 

Hz), 8. 12-8. 1 5 ( 1 H, m) 
25 FAB-MS (m/e) : 4 7 0/4 7 2 [M + H] + 

mmm 5 2 

ffr£jjgn 1 2 7<VMt£ (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
:H:R 5 :4-OMe-3-Ph-Ph;n=2) 
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*HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 3 (1H, m) , 3. 02 
(1H, ddd, J = 3. 3, 5. 7, 9. 2Hz) , 3. 44 (1H, dd, 
J = 9. 2, 14. 3Hz) , 3. 49 (1H, dd, J = 3. 3, 14. 3H 
5 z) , 3. 83 (3H, s) , 5. 84 (1H, s) , 7. 2 2-7. 2 6 (1 
H, m) , 7. 28-7. 3 4 (2H, m) , 7. 36-7. 42 (2H, m) 
, 7. 46-7. 54 (4H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 4 2 2 [M+H] + 

io nmm 5 3 

fc&mmi 1 2 8(0agjg (Ar iPhiR 1 iH;R 2 :H;R 3 : i-Pr;R 4 
:H;R S :4 — OMe — 3 (2-pyridyl) -Ph;n = 2) 

1 HNMR (CD C 1 3 ) 6:0. 94 (3H, d, J = 6. 9Hz), 0. 9 
7 (3H, d, J = 7. 5Hz) , 1. 9 0- 2. 0 3 ( 1 H, m) , 2. 99 
15 (1H, ddd, J = 3. 6, 5. 6, 8. 7Hz) , 3. 45 (1H, dd, 
J = 8. 7, 14. 2Hz) , 3. 50 (1H, dd, J = 3. 6, 14. 2H 
z) , 3. 88 (3H, s) , 5. 87 (1H, s) , 6. 9 9-7. 0 4 (1 
H, m) , 7. 01 (1H, d, J = 8. 5Hz) , 7. 18-7. 23 (1H 
,m), 7. 24-7. 29 (1H, m), 7. 44-7. 49 (2H, m), 
20 7. 67-7. 74 (1H, m), 7. 81 (1H, d, J = l. 8Hz), 7 
. 83 (1H, dd, J = l. 8, 8. 5Hz) , 8. 12-8. 16 (1H, 
m) , 8. 6 6-8. 6 9 (1H, m) 

FAB-MS (m/e) : 4 2 3 [M + H] + 

25 MMM 5 4 

{fr£t)Ml 1 2 9<Dm& (Ar : Ph ; R 1 : H : R 2 : H ; R 3 : i -P r ; R 4 
: H ; R 5 : 4 - OMe - 3 (3-pyridyl) -Ph ; n = 2) 

*HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz), 1. 88-2. 02 (1H, m), 3. 05 
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(1H, ddd, J = 3. 3, 5. 7, 9. 1Hz) , 3. 45 (1H, dd, 
J = 9. 1, 14. 3Hz) , 3. 48 (1H, dd, J = 3. 3, 14. 3H 
z) , 3. 84 (3H, s) , 5. 85 (1H, s) , 7. 00 (1H, dd, 
J = l. 9, 7. 3Hz), 7. 01-7. 07 (1H, m) , 7. 25-7. 
5 34 (3H, m), 7. 46-7. 52 (2H, m), 7. 82-7. 87 (1 
H, m) , 8. 16-8. 20 (1H, m) , 8. 53 ( 1 H, d, J=4. 8 
Hz), 8. 76 (1H, s) 
FAB-MS (m/e) :4 2 3 [M + H] + 

io mmm s 5 

Ifrtjjgy 113 0 <DM3k (Ar:Ph;R':H;R 2 :H;R 3 : i-Pr ;R 4 
:H;R 5 :4-OMe-3 (4-pyridyl) -Ph ; n = 2) 

X HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, d, J = 6. 4Hz) , 1. 8 7-2. 0 0 (1H, m) , 3. 06 

15 (1H, ddd, J = 3. 4, 5. 7, 9. 2Hz) , 3. 40 (1H, dd, 
J = 9. 2, 14. 3Hz) , 3. 47 ( 1 H, dd, J = 3. 4, 14. 3H 
z) , 3. 85 (3H, s) , 5. 85 (1H, s), 6. 9 8-7. 0 6 (2 
H, m), 7. 28-7. 33 (2H, m), 7. 46 (2H, dd, J = l. 
7, 4. 5 Hz) , 7. 49-7. 52 (2H, m), 8. 16-8. 21 (1 

20 H, m), 8. 60 (2H, dd, J = l. 7, 4. 5Hz) 
FAB-MS (m/e) : 4 2 3 [M + H] + 

mmm 5 6 

fbMii 1 3 lOSgji (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 
25 :H; R 5 : 3 - COOMe - 4 -M e O- P h ; n = 2 ) 

'HNMR (CDC1 3 ) 5:0. 95 (3H, d, J = 6. 7 Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m), 2. 94 
-3. 04 (1H, m), 3. 40-3. 50 (2H, m), 3. 87 (3H, 
s) , 3. 92 (3H, s) , 5. 82 ( 1 H, s) , 6. 9 0-7. 0 0 (2 
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H, m) , 7 . 45-7. 52 ( 2 H, m) , 7. 65-7. 80 ( 2 H, m) 
, 8. 12-8. 20 (1H, m) 
FAB-MS (m/e) : 4 04 [M + H] + 



5 mm 5 7 

it&ltaMl 1 3 6(DMM (Ar:Ph;R':H;R 2 :H;R 3 : i — P r ; R 4 
:H; R 5 : 3-COhydroxyindoly 1 -4-MeO-Ph ; n = 
2) 

X HNMR (CDClj) 6:0. 95 (3H, d, J = 7. 0Hz) , 1. 0 
10 0 (3H, d, J = 6. 6Hz), 1. 85-2. 00 ( 1 H, m) , 3. 05 
-3. 2 5 (3 H, m) , 3. 35-3. 50 (4H, m), 3. 85 (3H, 
s) , 5. 79 (1H, s) , 6. 9 0- 7. 2 5 (7H, m) , 7. 40-7 
. 55 (2H, m) , 8. 10-8. 20 (1H, m) , 8. 25-8. 35 ( 
1H, m) 

15 FAB-MS (m/e) : 491 [M+H] + 

nnm 5 8 

tti&QsM 113 7 (Dm.lt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 4-PhCOO-Ph ; n = 2) 

20 *HNMR (CDC 1 3 ) <5 : 0. 97 (3H, d, J = 6. 5 Hz) , 1. 0 
1 (3H, d, J = 6. 9Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 05 (1H, m) , 3. 35-3. 50 (2H, m) , 5. 88 (1H, 
s) , 6. 96-7. 00 (1H, m) , 7. 20-7. 32 (2H, m) , 7 
. 4 5-7. 5 6 (4H, m) , 7. 6 2-7. 7 0 (1H, m) , 7. 92 ( 

25 1H, s) , 8. 15-8. 18 (1H, m) , 8. 27 (2H, d. J=8. 
6Hz) 

FAB-MS (m/e) : 5 6 2 [M + H] + 



mm s 9 
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jfr&Mi 1 3 9(D^jg (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 : 4- (4-N3) -PhCOO-Ph ; n = 2) 

*HNMR (CDC 1 8 ) 5:0. 97 (3H, d, J = 6. 8Hz), 1. 0 
1 (3H, d, J = 6. 6Hz) , 1. 8 5-2. 0 0 ( 1 H, m) , 2. 98 
5 -3. 05 (1H, m) , 3. 3 5 - 3. 5 0 (2H, m) , 5. 88 (1H, 
s) , 6. 9 7 - 7. 0 0 (1H, m) , 7. 17 (2H, d, J = 8. 3Hz 
) , 7. 23 (1H, d, J = 8. 3Hz) , 7. 31 ( 1 H, dd, J = l. 
9, 8. 3Hz) , 7. 4 8-7. 5 5 (2H, m) , 7. 92 (1H, d, J 
= 1. 9Hz), 8. 15-8. 18 (1H, m) , 8. 26 (2H, d. J = 
10 8. 3Hz) 

FAB-MS (m/e) : 6 0 3 [M + H] + 

mnm e o 

ik&toW 114 6 Cgjg 
15 ^7Xrl/f7-a (Ar : Ph ; R 1 : H ; R 2 :H ; R s : i-Pr ;R 4 :H 
; R 5 :3-I, 4 - n P r NHCOCH 2 O- P h ; n= 0 ) 

1 HNMR (CDC 1 3 ) 8:0. 94 (3H, d, J = 6. 6Hz) , 0. 9 
5 (3H, d, J = 6. 7Hz) , 1. 00 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 74 (3H, m) , 2. 49 (1H, dd, J = 10. 8, 13. 
20 9 Hz) , 2. 89 (1H, dd, J = 2. 2, 13. 9Hz), 3. 01 (1 
H, ddd. J = 2. 2, 5. 1, 10. 8Hz) , 3. 3 5-3. 4 2 (2H 
,m), 4. 54 (2H, s), 5. 64 (1H, s) , 6. 54-6. 58 ( 
1H, m), 6. 80 (1H, d, J = 8. 4Hz), 7. 00-7. 15 (2 
H, m) , 7. 40 (1H, dd, J = 2. 0, 8. 5Hz) , 7. 63-7. 
25 66 (1H, m), 7. 88 (1H, d, J = 2. 0Hz) 
FAB-MS (m/e) : 5 2 5 [M + H] + 
y77fl/t7-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R s : 3-1, 4 - n P r NHCOCH 2 O- P h ; n= 0 ) 
X HNMR (CDC 1 3 ) 5:0. 90-1. 05 (9H, m) , 1. 55-1 
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. 7 0 (2H, m) , 1. 72-1. 85 (3H, m), 1. 90-2. 00 ( 
1H, m) , 3. 3 5-3. 4 0 (2H, m) , 4. 52 (2H, s) , 5. 6 
6 (1H, s) , 6. 70-6. 80 (2H, m) , 6. 95-7. 05 (1H 
. m) , 7. 06-7. 15 (2H, m) , 7. 48-7. 5 2 (1H, m) , 
5 7. 8 3 (1H, d, J = 2. 2Hz) 

FAB-MS (m/e) : 5 2 5 [M + H] + 

$mm 6 1 

K&rnm ii47 (omm 

10 y7Xfl/f?-a (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-I, 4 -n - P r NHCOCH 2 0- P h ; n = 2) 

a HNMR (CDC 1 s ) (5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 50-1. 70 (2H, m) , 1. 70-1. 85 (1H, m) , 3. 05 ( 

15 1H, dd, J = ll. 8, 14. 7Hz) , 3. 38 (1H, t, J = 6. 5 
Hz), 3. 40 (1H, t, J = 6. 5Hz) , 3. 4 2-3. 5 2 (2H, 
m) , 4. 56 (2H, s) , 5. 88 (1H, s) , 6. 7 0-6. 7 3 (1 
H, m), 6. 82 (1H, d, J = 8. 5Hz), 7. 02 (1H, brs) 
, 7. 37 (1H, dd, J = 2. 1, 8. 5Hz), 7. 3 7- 7. 4 3 (2 

20 H,m), 7. 85 (1H, d, J = 2. 1Hz), 8. 13-8. 17 (1H 
, m) 

FAB-MS (m/e) : 5 5 7 [M + H] + 
^77fl/t7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 :3-I, 4 - n - P r NHCO CH 2 0- P h ; n = 2 ) 
25 *HNMR (CDC 1 s ) (5:0. 96 (3H, d, J = 6. 8Hz), 1. 0 
0 (3H, t, J = 7. 4Hz) , 1. 01 (3H, d, J = 6. 7Hz) , 1 
. 5 3- 1. 7 0 (2H, m) , 1. 9 0- 1. 9 4 (1H, m) , 2. 98- 
3. 05 (1H, m) , 3. 3 0-3. 4 9 (4H, m) , 4. 52 (1H, s 
), 5. 79 (2H, s), 6. 75 (1H, d, J = 8. 3Hz), 6. 93 
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-7. 00 (1H, m), 7. 01 (1H, brs) , 7. 18 (1H, dd, 
J = l. 9, 8. 3Hz) , 7. 48-7. 55 <2H, m) , 7. 83 (1H 
, d, J = l. 9Hz) , 8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 5 5 7 [M+H] + 

5 

6 2 

fc&toM 114 8 g>»36 

mfW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
;R 5 :2-I, 5 - n - P r NHCOCH 2 0-P h ; n= 2) 

10 *HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 69 (2H, m) , 1. 7 1-1. 86 (1H, m) , 3. 04 ( 
1H, dd, J = ll. 8, 14. 7Hz) , 3. 36 (1H, t, J = 6. 9 
Hz), 3. 38 (1H, t, J = 6. 9Hz) , 3. 4 5-3. 5 0 (1H, 

15 m) , 3. 47 (1H, dd, J = 2. 4, 14. 7Hz) , 4. 51 (2H, 
s), 5. 94 (1H, s) , 6. 68-6. 72 ( 1 H, m) , 6. 82 (1 
H, dd, J = l. 8, 8. 0Hz) , 6. 95 (1H, d, J = l. 8Hz) 
, 7. 04 (1H, brs), 7. 36-7. 46 (2H, m), 7. 79 (1 
H, d, J = 8. 0Hz), 8. 14-8. 18 ( 1 H, m) 

20 FAB-MS (m/e) : 5 5 7 [M + H] + 

y7Xr^-b (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :2-I, 5 - n -P r NHCOCH 2 0-P h ; n = 2) 

*HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
0 (3H, t, J = 7. 4Hz), 1. 01 (3H, d, J = 6. 8Hz), 1 

25 • 55-1. 65 (2H, m), 1. 87-2. 00 (1H, m), 3. 31- 
3. 45 (3H, m), 4. 43 (1H, d, J = 13. 9Hz), 4. 46 ( 
1H, d, J = 13. 9Hz) , 5. 82 (1H, s) , 6. 70 (1H, dd 
, J = l. 3, 8. 2Hz), 6. 82 (1H, d, J = l. 3Hz), 6. 9 
5-7. 02 (1H, m), 7. 03 (1H, brs), 7. 49-7. 54 ( 
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2H, m) , 7. 73 (1H, d, J = 8. 2Hz) , 8. 16-8. 20 (1 
H, m) 

FAB-MS (m/e) : 5 5 7 [M+H] + 

5 mmm 6 3 

it&mn 1 4 9(DMm (Ar : Ph ; R 1 : H ; R 2 : H j R 3 : i-Pr;R 4 
:H;R 5 :5-I-2-n-Pr NHCOCH . Q-Ph ; n=2) 

X HNMR (CDC 1 ,) 5:0. 75 (3H, t, J = 7. 4Hz), 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 00 (3H, d, J = 6. 7Hz) , 1 

10 . 32-1. 47 (2H, m) , 1. 77-1. 89 (1H, m) , 3. 04 ( 
1H, dd, J = l 1. 8, 14. 8Hz), 3. 05-3. 20 (2H, m) 
, 3. 51 (1H, dd, J = 2. 2, 14. 8Hz) , 3. 4 8-3. 5 8 ( 
1H, m) , 4. 16 (1H, d, J = 14. 0Hz) , 4. 34 (1H, d, 
J = 14. 0Hz) , 6. 35 (1H, s) , 6. 5 6-6. 6 4 ( 1 H, m) 

15 , 6. 60 (1H, d, J = 8. 5Hz), 6. 66-6. 69 (1H, m), 
7. 3 7-7. 4 6 (2H, m) , 7. 66 (1H, dd, J=l. 9, 8. 5 
Hz) , 7. 93 (1H, d, J = l. 9Hz) , 8. 10-8. 14 (1H, 
m) 

FAB-MS (m/e) : 5 5 7 [M + H] + 



mmm 6 4 

ffr&fegg 1150 (omm 

^TXfW'T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3— CH20H— 4 — OMe — P h ; n = 2) 
25 ! HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J =6. 7 Hz) , 0. 9 
8 (3H, d, J = 6. 7 Hz) , 1. 70-1. 85 (1H, m), 3. 07 
(1H, dd, J = ll. 4, 14. 4Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 4Hz) , 3. 4 5-3. 4 9 (1H, m) , 3. 91 (3H, s 
), 4. 71 (2H, s) , 5. 81 (1H, s), 6. 7 3- 6. 7 6 (1H 



20 
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, m) , 6. 93 (1H, d, J = 8. 3Hz) , 7. 2 7 - 7. 3 9 (4H, 
m) , 8 . 12-8. 15 ( 1 H, m) 

FAB-MS (m/e) : 3 7 6 [M + H] + 
S?7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
5 ; R 5 : 3 — CH20H— 4— MeO-Ph ; n= 2) 

'HNMR (CDC 1 3 ) (5:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 90-2. 00 (1H, m), 2. 95 
-3. 02 (1H, m) . 3. 38-3. 52 (2H, m) , 3. 88 (3H, 
s) , 4. 68 (2H, s) , 5. 79 ( 1 H, s) , 6. 88 (1H, d, J 
10 =8. 3Hz) , 6. 9 3-6. 9 6 ( 1 H, m) , 7. 18 ( 1 H, dd, J 
= 2. 0, 8. 3Hz) , 7. 29 (1H, d, J = 2. 0Hz) , 7. 45- 
7. 48 (2H, m) , 8. 13-8. 16 (1H, m) 

FAB-MS (m/e) : 3 7 6 [M + H] + 

15 »J6 5 

jk&MW 115 1 <Dm.i& (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H; R 5 :3-(l, 2 - d i h y d r o x y e t h y 1 ) - 4 -M e - P h 
; n=2) 

'HNMR (CDClj) 6:0. 92-0. 98 (6H, m) , 1. 85-1 
20 . 9 5 (1H, m) , 3. 0 0-3. 10 ( 1 H, m) , 3. 3 5-3. 5 0 ( 
2 H, m) , 3. 60-3. 7 0 ( 1 H, m) , 3. 75-3. 8 5 ( 1 H, m 
) , 3. 85 (3H, s) , 5. 00-5. 08 (1H, m) , 5. 78 (1H 
, s) , 6. 86 (1H, dd, J = l. 5, 9. 1), 6. 95-7. 02 ( 
1 H, m) , 7. 12-7. 2 3 ( 1 H, m) , 7. 45-7. 5 5 ( 3 H, m 
25 ) , 8 . 1 5 - 8 . 1 8 ( 1 H, m) 

FAB-MS (m/e) : 4 0 6 [M + H] + 

mmm 6 

jfr&WM 115 2 (Ar iPhiR'iHjR^HjR 3 : i-Pr;R 4 



WO 02/053548 PCT/JP01/1 1 267 

130 

:H; R 5 : 3 - CH 2 OM e — 4 — M eO-Ph ; n=2) 

'HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 9 0-2. 0 5 (1H, m) , 2. 95 
-3. 0 4 (1H, m) , 3. 41 (3H, s) , 3. 45-3. 52 (2H, 
5 m), 3. 85 (3H, s), 4. 49 (2H, s), 5. 79 (1H, s) , 
6. 86 (1H, d, J = 8. 5Hz), 6. 90-6. 95 (1H, m) , 7 
. 17 (lH. dd, J = 2. 0, 8. 5Hz), 7. 37 (1H, d, J = 2 
. 0Hz) , 7. 44-7. 4 7 (2H, m) . 8. 12-8. 15 (1H, m 
) 

10 FAB-MS (m/e) : 3 9 0 [M+H] + 

mmm & i 

1 5 3<Z)tgjf (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 
:H ; R 5 : 3-CH2NHSQ2Me-4-MeQ-Ph ; n=2) 
15 : HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 4 (1H, m) , 2. 79 
(3H, s) , 3. 02-3. 12 (1H, m) , 3. 35-3. 50 (2H, 
m) , 3. 88 (3H, s) , 4. 2 7-4. 3 0 (2H, m) , 4. 91-4 
. 92 (1H, m) , 5. 77 (1H, s), 6. 88 (1H, d, J = 8. 5 
20 Hz), 6. 97-7. 00 ( 1 H, m) , 7. 16 (1H, dd, J = 2. 0 
, 8. 5 H z ) , 7. 21-7. 26 ( 1 H, m) , 7. 48-7. 51 (2H 
, m) , 8 . 16-8. 1 9 ( 1 H, m) 
FAB-MS (m/e) : 4 5 3 [M + H] + 

25 »#I6 8 

tt&mWl 1 5 4<DMi£ (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
:H; R s : 3-CH2NMeSQ2Me-4-MeQ-Ph ; n=2) 

'HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8 Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz) , 1. 90-2. 01 (1H, m) , 2. 79 
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(3H, s) , 2. 81 (3H, s) , 3. 02-3. 10 (1H, m) , 3. 
32-3. 49 (2H, m) , 3. 84 (3H, s), 4. 36 (2H, s), 
5. 76 (1H, s) , 6. 86 (1H, d, J = 8. 5Hz) , 6. 98-7 
. 04 (1H, m) , 7. 12 (1H, dd, J = 2. 3, 8. 5Hz), 7. 
5 3 5 (1H, d, J = 2. 3Hz) , 7. 4 7-7. 5 2 (2H, m) , 8 . 1 
5-8. 19 (1H, m) 
FAB-MS (m/e) : 4 6 7 [M + H] + 

mmm 6 9 

10 it^Ml 1 5 &<DW£ (Ar : Ph ; R 1 :H ; R 2 :H ; R 3 : i -P r ; R 4 
: H ; R 5 : 3- (4-CH2QH) Ph-4-MeO-Ph ; n = 2) 
'HNMR (CDC 1 3 ) 6:0. 96 (3H, d, J =6. 8Hz), 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 90-2. 00 (1H, m) , 3. 00 
-3. 08 (1H, m) , 3. 40-3. 55 (2H, m), 3. 83 (3H, 

15 s) , 4. 72 (2H, s), 5. 83 (l.H, s), 6. 95-7. 05 (2. 
H, m) , 7. 22-7. 3 0 (2H, ra) , 7. 36-7. 60 (6H, m) 
,8. 14-8. 17(1 H, m) 
FAB-MS (m/e) : 4 5 2 [M + H] + 

20 $mm 7 0 

fetlij 1 5 6 (DgSBH (AriPhjR^HiR^HiR 3 : i-Pr ;R 4 
:H; R 5 : 3-MeS02N (Me) CH2-4-Me-Ph;n=2) 
X HNMR (CDC 1 ,) 6:0. 9 5 (3H, d, J = 6. 7Hz) , 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 01 (1H, m) , 2. 39 
25 (3H, s) , 2. 66 (3H, s) , 2. 81 (H, S) , 3. 05 ( 1 H, 

m) , 3. 40-3. 55 (2H, m), 4. 21 (1H, d, J = 14. OH 
z) , 4. 31 (1H, d, J = 14. OHz) , 5. 79 ( 1 H, s) , 6. 
95-6. 98 ( 1 H, m) , 7. 10 (1H, s ) , 7. 19-7. 20 (2 
H, m) , 7. 48-7. 51 (2H, m) , 8. 16-8. 19 (lH.m) 
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FAB-MS (m/e) : 4 5 1 [M + H] + 



PCT/JP01/11267 



mmw7 1 

it&mmi 1 6 lOWt (Ar : 7-HQ-Ph ; R 1 : H ; R 2 : H ; R 3 : i 
5 -P r ; R 4 : H ; R 5 : Ph ; n = 0) 

X HNMR (CDC 1 3 ) 5:0. 94 (3 H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 5 5- 1. 7 5 (1H, m) , 2. 48 
(1H, dd, J = 10. 8, 13. 9Hz) , 2. 83 (1H, dd, J = 2 
. 2, 13. 9Hz), 3. 00-3. 08 ( 1 H, m) , 5. 64 ( 1 H, s 
10 ) , 6. 03 (1H, d, J = 2. 6Hz) , 6. 56 (1H, dd, J = 2. 
6, 8. 3Hz), 7. 24-7. 48 (5H, m) , 7. 50 (1H, d, J 
= 8. 3Hz) 

FAB-MS (m/e) : 3 0 0 [M + H] + 

15 HMH2 

ik&mmi i6 2<om& (3-^yyDtf;p- 7 -^h^^- 5-7x^-2 

, 3, 4, 5-rh7bFa- 1 H— 1 A 6 , 4 -^>l/^7if g >- 1 , 1- 

**fltf"MJ«>A (1. 7 5g, 4 3. 9mmol) *2-thW-4- 
20 /h+y^/7x;> (5. OOg, 21. 9mmol) ©y^fJl/*M7 
(2 0. 0ml) fflmz.ty*D< VmZ. gm.*V3 0ftgmLTz o V^fr?- 
tAiWWMa^-fF (3. 13g, 2 5. 2mmol) £jjP;t, 6 OCT 

25 l^yUAWHT, ^Vy/BM^fr (8 0/2 0) &aMBW£*r*#7 

^D7h^7^-tiu ma©jsfejt6H#o- (2-^>y-r;i/-4-^ 

h+y7i-JW N, N-^^^l/^^A^^X-h (2. 8 1 g, 8. 9 0 
mmo 1 ) (K$4 1 %) . 

! HNMR (CDC 1 s ) 6:3. 09 (3H, s), 3. 28 (3H, s), 
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3. 87 (3H, s) , 6. 73 (1H, d, J = 2. 4Hz) , 6. 82 (1 

H, dd, J = 8. 6, 2. 4Hz) , 7. 3 8-7. 5 6 (4H, m) , 7. 
74-7. 78 (2H, m) 

FAB-MS (m/e) : 316 [M+H] + 
5 lSl©4fiBfc (2. 73g, 8. 6 6mmol) §7i-JH-fJl/ (4. 
Og) MIL, 2 6 0W3 0»Lfc, Sfl**Wfc!3IL&*, 
S5/U*^±T?, A^itX ^X^D->/Wm^)l (8 0/2 0) 

;i/-4-/h+->7xz;W n, N-s?^^;p*;wt^*x-h (2. lig 

10 ,5. 9 6mraol) (t$7 7%) . 

J HNMR (CDC 1 8 ) 5:2. 89 (6H, s), 3. 88 (3H, s) , 
6. 96 (1H, dd, J = 8. 5, 2. 5Hz) , 7. 20 (1H, d, J = 
2. 5 H z ) , 7. 38-7. 45 ( 3 H, m) , 7. 51-7. 57 ( 1 H, 
m) , 7 . 7 6-7. 8 0 ( 2 H, m) 
15 FAB-MS (m/e) : 316 [M + H] + 

JM2(b&$$i (3. 14g, 9. 9 6mmol) (4 0. 0m 

1) t», 1 ON#!Mfctf-hy£A*»iR (10. 0ml) £*D*.> Si&T? 

20 > (6. omi) ttit, n^!ii©x@iT#e.n^2-ryyptf;wT^u 

5?> (1. 5ml) SMTfSfTUfc. SSDn&Tfk fi£tt&MT3l$Mil# 
Mm (2. 0ml) S^iDUfc. SsiHi&S7&, fi^fc* 3 l$M#»3ii\ 

25 JWffbfc. MSyU^mT, ^1f>/WX^;W (9 0/10) £|§fl§ 

-7-^^-5-7x^-2, 3-^tHDl, 4-^>l/?7-bftf> ( 

I. 4 2 g, 4. 5 7mmo 1) (W4 6%) . 'HNMRH 
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'HNMR (CDC 1 s ) 5:0. 95 (3H, d, J = 6. 8Hz), 1. 0 
6 (3H, d, J = 6. 7Hz) , 2. 00-2. 13 ( 1 H, m) , 3. 01 
(1H, ddd, J = 12. 2, 6. 5, 3. 9Hz), 3. .29 (1H, dd 
, J = 12. 2, 11. 1Hz) , 3. 64 (1H, dd, J = ll. 1, 3. 
5 9Hz) , 3. 86 (3H, s) , 6. 87 ( 1 H, dd, J = 8. 5, 2. 6 
Hz) , 7. 04 (1H, d, J = 8. 5Hz) , 7. 17 (1H, d, J = 2 
. 6Hz) , 7. 31-7. 43 (3H, m) , 7. 5 8- 7. 6 4 (2H, m 
) 

FAB-MS (m/e) : 3 1 2 [M+H] + 
10 Ig3®£/&% (1. 4 2g, 4. 57mmol) Oh>J7;Vtnftt (15 
. 0ml) fcttfc, 3 0 %«{b7jc^7jc ( 2 . 5ml) &ffi 0 XKDU&-Vmn L 

15 ©3^5 0 2mg) £«ktf4N&ffczK3iSl, 4-yW>)§i(14. 0ml 
) £ig£U 1^ (0. 8 1mg, 12. 4mmol) fc^jBbfc, 

20 8 0/2 o) *mfmi£*?z%7J±?v°?btf7y4-\zmv. 3— rvynt: 

;|/-7-p< h^y-5-7x-Jl/-2, 3, 4, 5~rh7t h*D-lH-U 
6 , 4-^>l/^Tiftf>- 1, l-^>©y7Xfl/t7-a (8 2. Om 
g, 0. 2 3 7mmo 1 , JRJfcl 7%) &<J;lKb (14 1. 9mg> 0.411 
mmol, «2 9%) &%m&<Dto#£j$,Q!ltLTfttto 
25 y7^rVf?-a 

J HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J ==6. 9Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 3- 1. 8 8 (1H, m) , 3. 08 
(1H, dd, J = H. 4, 14. 3Hz) , 3. 43 ( 1 H, dd, J = 2 
. 2, 14. 3Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 8, 11. 
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4Hz) , 3. 83 (3H, s) , 5. 80 (1H, s) , 6. 59 (1H, d 
, J = 8. 6Hz) , 6. 85 (1H, dd, J = 2. 9, 8. 6Hz) , 7. 
3 3- 7. 4 5 (5H, m) , 7. 68 (1H, d, J = 2. 9Hz) 
FAB-MS (m/e) : 3 4 6 [M+H] + 
5 y7Xfl/^b 

1 HNMR (CDClj) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 8-2. 0 2 (1H, m) , 2. 97 
(1H, ddd, J = 3. 5, 5. 5, 9. 1Hz) , 3. 43 (1H, dd, 
J = 9. 1, 14. 5Hz) , 3. 49 ( 1 H, dd, J = 3. 5, 14. 5H 
10 z) , 3. 86 (3H, s) , 5. 78 (1H, s) , 6. 80 (1H, d, J 
= 8. 6Hz) , 6. 96 (1H, dd, J = 2. 8, 8. 6Hz), 7. 26 
-7. 42 (5H, m), 7. 66 (1H, d, J = 2. 8Hz) 
FAB-MS (m/e) : 34 6 [M + H] + 

15 &Tizmmm 7 2 tmmz i/T#fcft^©«sjafcss*r. 
mnm 7 3 

fctetom 116 0 Pggjg (A r : 6 -M e O - P h ; R 1 : H ; R 2 : H ; R 3 : 
i-Pr;R 4 :H;R 5 :Ph;n=2) 
'HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 9Hz), 0. 9 

20 9 (3H, d, J = 6. 9Hz), 1. 80-1. 98 (1H, m), 3. 10 
-3. 2 0 (1H, m) , 3. 20-3. 38 (2H, m), 3. 74 (3 H, 
s), 6. 35 (1H, s) , 7. 11-7. 16 (2H, m), 7. 20-7 
. 32 (4H, m) , 7. 49 ( 1 H, t, J = 8. 0Hz) , 7. 88 (1H 
, dd, J = l. 1, 8. 0Hz) 

25 FAB-MS (m/e) : 3 4 6 [M + H] + 

mmm7 4 

jfr&ffffg 116 3 yum 

^77f^?-a (Ar : 9-OMe-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
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Pr ;R 4 :H; R 5 : Ph ; n=2) 

*HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 7. 0Hz), 0. 9 

7 (3H, d, J = 7. 0Hz) , 1. 7 0- 1. 8 5 (1H, m) , 3. 25 
-3. 50 (3H, m) , 3. 93 (3H, s) , 6. 01 (1H, s) , 6. 

5 3 2 (1H, d, J = 7. 9Hz) , 6. 92 (1H, d, J = 8. 1Hz) , 
7. 22-7. 40 (6H, m) 

FAB-MS (m/e) : 3 4 6 [M + H] + 
y7^fl/t7-b (Ar : 9-OMe-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr ;R 4 :H; R 5 : Ph ; n=2) 
10 X HNMR (CDC 1 3 ) 6:0. 91 (3H, d, J = 6. 5Hz), 0. 9 
6 (3H, d, J = 6. 5Hz) , 1. 8 5- 1. 9 8 (1H, m) , 3. 08 
-3. 15 (1H, m) , 3. 60 (1H, dd, J = 3. 7, 14. 8Hz) 
, 3. 74 (1H, dd, J = 10. 1, 14. 8Hz), 3. 99 (3H, s 
), 5. 41 (1H, s) , 6. 27 (1H, d, J = 7. 9Hz), 6. 96 
15 (1H, d, J = 8. 2Hz) , 7. 18-7. 48 (6H, m) 
FAB-MS (m/e) : 3 4 6 [M + H] + 

7 5 

it&mM 1165 etas 

20 ^7Xf^T-a (Ar : 8 -OH-Ph ;R l :H;R 2 :H;R 8 : i-P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 
X HNMR (CD C 1 3 ) 5:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

8 (3H, d, J = 6. 9Hz), 1. 73-1. 8 8 ( 1 H, m) , 3. 11 
(1H, dd, J = l 1. 3, 14. 3Hz) , 3. 43 (1H, dd, J = 2 

25 • 2, 14. 3Hz) , 3. 51 (1H, ddd, J = 2. 2, 4. 7, 11. 
3Hz) , 5. 77 (1H, s) , 6. 55 ( 1 H, d, J = 8. 4Hz) , 6 
. 81 (1H, dd, J = 2. 7, 8. 4Hz), 7. 3 0-7. 4 5 (5H, 
m), 7. 66 (1H, d, J = 2. 7Hz) 
FAB-MS (m/e) : 3 3 2 [M + H] + 
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'^XrVtT-b (Ar : 8-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 

r;R 4 :H;R 5 :Ph; n=2) 
J HNMR (CDC 1 3 ) 5:0. 9 5 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J=6. 7Hz) , 1. 8 8-2. 0 3 ( 1 H, m) , 3. 00 
5 (1H, ddd, J = 3. 6, 5. 7, 9. 0Hz) , 3. 45 (1H, dd, 

J = 9. 0, 14. 3 Hz) , 3. 52 ( 1 H, dd, J = 3. 6, 14. 3H 

z) , 5. 75 (1H, s) , 6. 77 (1H, d, J = 8. 4Hz) , 6. 9 

2 (1H, dd, J = 2. 7, 8. 4Hz) , 7. 2 8-7. 4 0 (5H, m) 

, 7. 6 6 (1H, d, J = 2. 7Hz) 
10 FAB-MS (m/e) : 3 3 2 [M+H] + 



mmm 7 6 

it^mm 1166 ggg 

^7Xfl/tY-a (Ar : 9-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
15 r ; R 4 : H ; R 5 : Ph ; n = 2) 

'HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
8 (3H, d, J = 6 . 6 H z ) , 1. 75-1. 85 ( 1 H, m) , 3. 32 
(1H, dd, J = ll. 5, 14. 1Hz) , 4. 45 (1H, dd, J = 2 
. 1, 14. 1Hz) 3. 45-3. 55 ( 1 H, m) , 5. 89 (1H, s) 
20 , 6. 14 (1H, d, J = 7. 6Hz) , 6. 86 ( 1 H, d, J = 8. 6H 
z) , 7. 18 (1H, dd, 3 = 7. 6, 8. 6Hz), 7. 30-7. 41 
(5H, m) , 1 0. 3 6 (1H, s) 
FAB-MS (m/e) : 3 3 2 [M + H] + 
^77fl/t7-b (Ar : 9-OH-Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
25 r ; R 4 : H ; R 5 : Ph ; n=2) 

'HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 1. 0 
0 (3H, d, J = 6. 9Hz) , 1. 9 5- 2. 0 5 (1H, m) , 2. 95 
-3. 05 (1H, m), 3. 49-3. 65 (2H, m), 5. 90 (1H, 
s), 6. 31 (1H, d, J = 7. 9Hz), 6. 94 (1H, d, J = 8. 
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4Hz) , 7. 2 5-7. 4 5 (6H, m) , 10. 0 ( 1 H, s) 
FAB-MS (m/e) : 3 3 2 [M+H] + 

mmmi 7 
5 it&vom H67 (Dum. 

i?77fW-a (Ar : 8 -n-P r NHCOCH 2 0-P h ; R 1 : H ; R 
2 :H;R 3 : i-Pr ; R 4 : H ; R 5 : Ph ; n = 2) 

X HNMR (CDC 1 3 ) (5:0. 94 (3H, t, J = 7. 6Hz) 0. 98 
(3H, d, J = 7. 2Hz) , 0. 98 (3H, d, J = 7. 2Hz) , 1. 

10 52-1. 65 (2H, m) , 1. 75-1. 85 ( 1 H, m) , 3. 08 (1 
H, dd, J = ll. 4, 14. 3Hz) , 3. 29 (1H, t, J = 6. 3H 
z) , 3. 38 (1H, t, J = 6. 3Hz) , 3. 44 (1H, dd, J = 2 
. 1, 14. 3Hz) , 3. 52 (1H, ddd, J = 2. 1, 4. 8. 11. 
4) , 4. 48 (2H, s) , 5. 79 (1H, s) , 6. 52 (1H, brs 

15 ) , 6. 64 (1H, d, J = 8. 6Hz) , 6. 85 (1H, dd, J = 2. 
8, 8. 6Hz) , 7. 3 2-7. 4 5 (5H, m) , 7. 76 (1H, d, J 
= 2. 8Hz) 

FAB-MS (m/e) : 4 3 1 [M + H] + 
y7XfW-b (Ar : 8-n-PrNHCOCH 2 0-Ph;R x :H;R 

20 2 : H ; R 3 : i -P r ; R 4 : H ; R 5 : Ph ; n=2) 

J HNMR (CDC 1 8 ) <5:0. 94 (3 H, t, J = 7. 4Hz), 0. 9 
5 (3H, d, J = 6. 7Hz) , 0. 99 (3H, d, J = 6. 7Hz) , 1 
. 53-1. 68 (2H, m), 1. 92-2. 02 ( 1 H, m) , 2. 97 ( 
1H, ddd, J = 3. 5, 5. 8, 12. 1Hz), 3. 31 (1H, t, J 

25 =6. 8Hz), 3. 34 (1H, t, J = 6. 8Hz), 3. 45 (1H, d 
d, J = 12. 1, 14. 4Hz) , 3. 50 (1H, dd, J=3. 5, 14 
. 4Hz) , 4. 52 (2H, s) , 5. 78 (1H, s) , 6. 54 (1H, 
brs), 6. 85 (1H, d, J = 8. 6Hz), 6. 97 ( 1 H, dd, J 
= 2. 8, 8. 6Hz), 7. 29-7. 42 (5H, m), 7. 74 (1H, 
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d, J = 2. 8Hz) 
FAB-MS (m/e) : 4 3 1 [M + H] + 

mmm7 8 
5 tt&mm ii68 qw& 

y7Xfl/t^-a (Ar^-Me-PhiR'iHiR^HjR 3 : i-P 
r ; R 4 : H ; R 5 :Ph;n=2) 

! HNMR (CDC 1 3 ) 8:0. 98 (3H, d, J = 6. 6Hz) , 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 7 2- 1. 8 5 ( 1 H, m) , 2. 79 
10 (3H, s) , 3. 20 (1H, dd, J = ll. 3, 14. 5Hz), 3. 3 
8 (1H, dd, J = 2. 1, 14. 5Hz) 3. 4 7-3. 5 2 (1H, m) 
, 6. 13 (1H, s) , 6. 60 (1H, d, J = 7. 2Hz), 7. 11- 
7. 20 (2H, m) , 7. 25-7. 45 (5H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 
15 y7XfVt?-b ( A r : 9 — M e — P h ; R 1 : H ; R 2 : H ; R 3 : i - P 
r ; R 4 : H ; R 5 : P h ; n= 2) 

'HNMR (CDC 1 3 ) 8:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 87-1. 99 (1H, m), 2. 79 
(3H, s) , 2. 9 5-3. 04 (1H, m) , 3. 6 0-3. 6 8 (2H, 
20 m) , 5. 64 (1H, s), 6. 56-6. 62 ( 1 H, m) , 7. 16-7 
. 22 (2H, m) , 7. 32-7. 41 (5H, m) 

FAB-MS (m/e) : 3 3 0 [M+H] + 



»7 9 
25 M 116 9 Q» 

^77f!/tT-a (Ar: 7-C 1-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 
;R 4 :H;R 5 :Ph;n=2) 

X HNMR (CDC 1 ,) 5:0. 99 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 73-1. 89 (1H, m), 3. 06 
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(1H, dd, J = ll. 4, 14. 3Hz) , 3. 44 (1H, dd, J = 2 
. 2, 14. 3Hz), 3. 47-3. 5 5 (1H, m) , 5. 85 (1H, s 
) , 6. 67 (1H, d, 1 = 2. 1Hz) , 7. 38 (1H, dd, 1 = 2. 
1, 8. 4Hz) , 7. 3 5-7. 5 0 (5H, m) , 8. 09 (1H, d, J 
5 =8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
mf^7-b (Ar^-Cl-Ph.-RMHjR^HjR 3 : i-P 
r ;R 4 :H;R 5 :Ph;n = 2) 
*HNMR ("CDC 1 3 ) (5:0. 9 5 (3H, d, J = 6. 8Hz), 0. 9 
10 9 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 3 (1H, m) , 2. 97 
(1H, ddd, J = 3. 7, 5. 7, 8. 9Hz) , 3. 45 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 49 ( 1 H, dd, J = 3. 7, 14. 4H 
z) , 5. 81 (1H, s) , 6. 88 (1H, d, J = 2. 0Hz) , 7. 3 
0-7. 43 (5H, m) , 7. 45 (1H, dd, J = 2. 0, 8. 4Hz) 
15 , 8. 09 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 

mmms o 

Mii H72 <om& 

20 mfl/t^-a (AriS-Cl-PhiR'iHsR^HiR 3 : i-P 
r ; R 4 : H ; R 5 : Ph ; n = 2) 

*HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz), 1. 77-1. 89 ( 1 H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 4Hz), 3. 44 (1H, dd, J = 2 
25 . 2, 14. 4Hz) , 3. 51 (1H, ddd, 1 = 2. 2, 4. 8, 11. 
4Hz) , 5. 82 (1H, s) , 6. 63 (1H, d, J = 8. 3Hz) , 7 
. 31 (1H, dd, J = 2. 3, 8. 3Hz), 7. 32-7. 46 (5H, 
m) , 8. 13 (1H, d, J = 2. 3Hz) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
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mrl/^b (AriS-Cl-PhiRMHiR^HiR 3 : i-P 
r ;R 4 :H;R 5 :Ph;n = 2) 

! HNMR (CDClg) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 2-2. 0 3 (1H, m) , 2. 96 
5 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 3. 46 (1H, dd, 
J = 8. 9, 14. 4Hz) , 3. 51 ( 1 H, dd, J = 3. 5, 14. 4H 
z) , 5. 79 (1H, s) , 6. 84 (1H, d, J = 8. 3Hz) , 7. 3 
0-7. 42 (5H, m) , 7. 42 (1H, dd, 3 = 2. 2, 8. 3Hz) 
,8.13 (1H, d, J = 2. 2Hz) 
10 FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 

$mw 8 1 

jk&MM 117 5 (DUm 

mf^T-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
15 r ; R 4 : H ; R s : Ph ; n = 2) 

: HNMR (CDC 1 3 ) 5:0. 99 (3H, d, J = 6. 9Hz), 0. 9 
9 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 9 ( 1 H, m) , 3. 29 
(1H, dd, J = ll. 2, 14. 6Hz) , 3. 45 (1H, dd, J = 2 
. 3, 14. 6Hz) , 3. 50 ( 1 H, ddd, 1 = 2. 3, 4. 9, 11. 
20 2Hz), 6. 11 (1H, s), 6. 69 (1H, dd, J = l. 2, 7. 9 
Hz) , 7. 20 (1H, t, J = 7. 9Hz) , 7. 31-7. 45 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
y7Xfm-b (Ar : 9-C 1 - Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
25 r ; R 4 : H ; R 5 : Ph ; n = 2) 

J HNMR (CDC 1 8 ) 8:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 88-2. 02 ( 1 H, m) , 3. 07 
(1H, ddd, J = 4. 5, 7. 1, 9. 5Hz) , 3. 6 7-3. 8 0 (2 
H, m), 5. 49 (1H, s), 6. 65 (1H, dd, J = 0. 7, 7. 9 
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Hz) , 7. 19 (1H, t, J = 7. 9Hz) , 7. 2 6-7. 45 (6H, 
m) 

FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 

5 ^»J8 2 

lY&mm 117 8 <Ogj6 

J?7XfW-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r;R 4 :H; R 5 : 4 - C 1 - P h ; n = 2 ) 
J HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 8Hz), 1. 7 1-1. 82 ( 1 H, m), 3. 26 
(1H, dd, J = ll. 5, 14. 8Hz) , 3. 4 0-3. 5 0 (2H, m 
) , 6. 13 (1H, s), 6. 66 (1H, d, J = 7. 9Hz), 7. 19 
-7.4 0 (6H, m) 
FAB-MS (m/e) : 3 84/3 8 6 [M + H] + 
15 mfWV-b (Ang-Cl-PhiR'iHjR^HjR 3 : 1-P 
r;R 4 :H; R 5 : 4 - C 1 - P h ; n = 2) 
a HNMR (CDClj) (5:0. 92 (3H, d, J = 6. 6Hz), 0. 9 

7 (3H, d, J = 6. 8Hz) , 1. 8 0- 1. 9 5 ( 1 H, m) , 2. 95 
-3. 10 (1H, m), 3. 60-3. 80 (2H, m) , 5. 50 (1H, 

20 s) , 6. 62 (1H, d, J = 7. 9Hz) , 7. 15-7. 45 (6H, m 
) 

FAB-MS (m/e) : 3 84/3 8 6 [M + H] + 

mMM8 3 
25 jfr&M 118 0 (DfSM 

S?7Xfl/t7-a (Ar : 7-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r ;R 4 :H;R 5 :4-MeO-Ph;n=2) 
] HNMR (CDClj) 5:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9Hz), 1. 74-1. 88 (1H, m), 3. 29 
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(1H. dd, J = ll. 2, 14. 8Hz) , 3. 44 (1H, dd, J = 2 
. 4, 14. 8Hz) , 3. 49 ( 1 H, ddd, J = 2. 4, 5. 2, 11. 
2Hz) , 3. 84 (3H, s) , 6. 01 (1H, s) , 6. 73 (1H, d 
d, J = l. 3, 7. 9Hz) , 6. 94 (2H, d, J = 8. 0Hz) , 7. 
5 2 0 (1H, t, 3 = 7. 9Hz) , 7. 27 (1H, d, J = 8. OHz) , 
7.3 7 (1H, dd, J = l. 3, 7. 9Hz) 

FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 
y7Xf^-b (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
r ;R 4 :H;R 5 : 4-MeO-Ph ; n = 2) 
10 : HNMR (CDC 1 3 ) (5:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 88-2. 01 ( 1 H, m) , 3. 07 
(1H, ddd, J=4. 6, 7. 0, 9. 1Hz), 3. 6 5-3. 8 4 (2 
H, m) , 3. 84 (3H, s), 5. 45 (1H, s), 6. 69 (1H, d 
, J = 7. 9Hz), 6. 93 (2H, d, J = 8. 8Hz), 7. 19 (1H 
15 , t, J = 7. 9Hz) , 7. 22 (2H, d, J = 8. 8Hz) , 7. 41 ( 
1H, d, J = 7. 9Hz) 
FAB-MS (m/e) : 3 8 0/3 8 2 [M + H] + 

20 jfr&M! 118 1 (DWm (A r : 9 - C 1 - P h ; R 1 : H ; R 2 : H ; R 3 : i 
-P r ; R 4 : H ; R 5 : 4-QH-Ph ; n=2) 

'HNMR (CDC 1 3 ) (5:0. 92 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 8 7- 1. 9 9 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 6 4-3. 7 7 (2H, m) , 5. 43 (1H, 
25 s), 6. 67-6. 70 (1H, m) , 6. 84-6. 89 (2H, m) , 7 
. 14-7. 23 (3H, m) , 7. 38-7. 43 (1H, m) 
FAB-MS (m/e) : 3 6 6/3 6 8 [M + H] + 



«0!J8 5 
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fc&toM 119 9 (D<mk 

y7Xrl/^-a (Ar^-Cl-PhiR^HiR^HiR 3 : i-P 
r;R 4 :H; R 5 : 3 - C 1 - 4 -Me - P h ; n = 2) 
J HNMR (CDC 1 3 ) (5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
5 8 (3H, d, J = 6. 8Hz) , 1. 7 4- 1. 8 5 (1H, m) , 2. 39 
(3H, s),3. 40-3. 50 (2H, m) , 6. 09 ( 1 H, s) , 6. 7 
0 (1H, d, 3 = 7. 7Hz) , 7. 10 (1H, d, 3 = 7. 9Hz) ,7. 
20-7. 27 (2H, m) ,7. 36-7. 41 (2H, m) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 
10 (Ar^-Cl-PhiR'iHjR^HjR 3 : i-P 

r ; R 4 : H ; ' R 5 : 3-C 1 -4-Me-Ph ; n=2) 

! HNMR (CD C 1 3 ) 6:0. 93 (3H, d, J = 6. 8 Hz) , 0. 9 
7 (3H, d, J = 6. 6Hz) , 1. 8 1-1. 98 (1H, m) , 2. 40 
(3H, s) , 3. 00-3. 10 (1H, m) , 3. 6 7-3. 7 5 (2H, 
15 m), 5. 46 (1H, s) , 6. 66 (1H, d, 3 = 7. 9Hz), 7. 0 
7 (1H, dd, J = l. 7, 7. 9Hz) , 7. 21 (1H, dd, J = 6. 
9, 7. 9Hz) , 7. 25 (1H, d, J = 7. 9Hz) , 7. 34 (1H, 
d, J = l. 7Hz) , 7. 42 (1H, d, J = 6. 9Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

20 

mum 8 6 

ft&oim i2oi omm 

v77fl/^-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 :3-F-4-F-Ph;n = 2) 
25 J HNMR (CDClj) 6:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 7 2-1. 84 (1H, m) , 3. 25 
(1H, dd, J = ll. 6, 14. 9Hz) , 3. 4 0-3. 5 0 (2H, m 
), 6. 17 (1H, s), 6. 66 (1H, d, J =7. 5 Hz) , 7. 00 
-7. 10 (1H, m), 7. 12-7. 30 (3H, m), 7. 42 (1H, 
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d, J = 8. 1Hz) 

FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 
^7Xfl/tT-b (Ar : 9-C 1 - Ph ; R 1 : H ; R 2 : H ; R 3 : i - P 
r;R 4 :H; R 5 : 3 — F-4 — F — Ph ; n = 2) 
5 'HNMR (CDC 1 3 ) 5:0. 9 4 (3H, d, J = 6. 7 Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 8 2- 1. 9 5 (1H, m) , 2. 95 
-3. 10 (lH.m), 3. 60-3. 78 (2H, m), 5. 53 (1H, 
s) , 6. 63 (1H, d, J = 7. 9Hz) , 7. 0 0-7. 0 9 ( 1 H, m 
) , 7. 13-7. 30 (3H, m) , 7. 45 (1H, d, J = 7. 9Hz) 
10 FAB-MS (m/e) : 3 8 6/3 8 8 [M+H] + 



mmm 8 1 

ft&mm 1208 (D^m 

y7Xf^Y-a (Ar : 9-C 1 -Ph ; R 1 : H ; R 2 : H ; R 3 : i -P 
15 r;R 4 :H; R 5 : 3 - F - 4 -OM e - P h ; n = 2 ) 

'HNMR (CDC 1 8 ) (5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 

8 (3H, d, J = 6. 8Hz) , 1. 7 2- 1. 8 4 (1H, m) , 3. 26 
(1H, dd, J = ll. 4, 14. 8Hz) , 3. 3 5- 3. 5 2 (2H, m 

) , 3. 91 (3H, s) , 6. 07 ( 1 H, s) , 6. 72 ( 1 H, d, J = 
20 7. 5 H z ) , 6. 92-7. 05 (2H, m),7. 12-7. 27 ( 2 H, m 

) , 7. 12-7. 27 (2H, m) , 7. 39 (1H, d, J=8. 0Hz) 
FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 

v^TX-rlx^T-b (Ar : 9-C 1 -Ph ; R 1 : H ; R z :H ; R 3 : i-P 

r;R 4 :H; R 5 : 3 - F - 4 -OM e - P h ; n= 2 ) 
25 'HNMR (CDCI3) 6:0. 93 (3H, d, J = 6. 7 Hz) , 0. 9 

7 (3H, d, J = 6. 7Hz) , 1. 85-1. 98 (1H, m) , 3. 00 

-3. 10 (1H, m) , 3. 65-3. 75 (2H, m) , 3. 92 (3H, 

s) , 5. 46 (1H, s) , 6. 68 (1H, d, J = 7. 2Hz) , 6. 9 

5-7. 12 (2H, m) , 7. 22 (1H, t, 3 = 7. 9Hz) 
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FAB-MS (m/e) : 3 9 8/4 0 0 [M + H] + 



mMM8 8 

it&mmi 2 1 9Qjgjf (Ar:9-Cl-Ph;R x :H;R 2 :H;R 3 : i 
5 -Pr ;R 4 :H;R 5 : 3-1, 4-n-P r NHCOCH , 0-Ph ; n = 2 

L 

X HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 01 (3H, t, J = 7. 4Hz) , 1 
. 55-1. 70 (2H, m) , 1. 84-1. 98 (1H, m), 3. 02- 

10 3. 09 (1H, m), 3. 37 (1H, t, J = 6. 9Hz) , 3. 39 (1 
H, t, J = 6. 9Hz) , 3. 6 5-3. 7 8 (2H, m) , 4. 5 5 (2H 
, s) , 5. 48 (1H, s) , 6. 64 (1H, dd, J = l. 2, 7. 9H 
z) , 6. 81 (1H, d, J = 8. 4Hz) , 7. 21 ( 1 H, brs) , 7 
. 2 2-7. 2 7 (1H, m) , 7. 30 (1H, dd, J = 2. 2, 8. 4H 

15 z) , 7. 45 (1H, dd, J = l. 2, 7. 9Hz) , 7. 77 (1H, d 
, J = 2. 2Hz) 
FAB-MS (m/e) : 5 9 1/5 9 3 [M + H] + 

£MM 8 9 

20 tt&QlWl 2 2 OCDgtjg (Ar : 9-C I - Ph ; R 1 : H ; R 2 : H ; R 3 : i 
-Pr ;R 4 :H;R 5 : 3-1-4 -MeQ-Ph ; H ; n=2) 

'HNMR (CDC 1 8 ) (5:0. 94 (3 H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 8 5-2. 0 0 ( 1 H, m) , 3. 02 
-3. 12 (1H, m), 3. 68-3. 72 (2H, m), 3. 91 (3H, 
25 s) , 5. 44 (1H, s), 6. 65-6. 69 (1H, m), 6. 84 (1 
H, d, J = 8. 5Hz) , 7. 2 0-7. 2 7 (2H, m) , 7. 44 (1H 
, dd, J = l. 3, 8. 1Hz) , 7. 76 (1H, d, J = 2. 1Hz) 
FAB-MS (m/e) : 5 0 6/5 0 8 [M + H] + 
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mums o 

o&mm 1227 <omt 

mfl/^-a (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 
; R 4 : H ; R 5 :Ph;n = 2) 
5 *HNMR (CDC 1 3 ) <5 : 0. 98 (3H, d, J = 6. 9 Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 0- 1. 8 5 (1H, m) , 3. 00 
(1H, dd, J = ll. 1, 14. 5Hz) , 3. 42 ( 1 H, dd, J = 2 
. 3, 14. 5Hz) , 3. 50 (1H, ddd, J = 2. 3, 4. 8, 11. 
1Hz) , 5. 99 (1H, s) , 6. 50 (1H, d, J = 7. 9Hz) , 7 
10 . 05 (1H, dd, J = 7. 9, 11. 0Hz), 7. 2 8-7. 4 5 (6H 
, m) 

FAB-MS (m/e) : 3 3 4 [M+H] + 
5?7*7-W"T— b (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr 
; R 4 : H ; R 5 : Ph ; n = 2) 

15 'HNMR (CDC 1 3 ) <5:0. 92 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 7Hz), 1. 88-2. 02 (1H, m), 3. 00 
-3. 10 (1H, m), 3. 60-3. 75 (2H, m), 5. 53 (1H, 
s) , 6. 53 (1H, d, J = 7. 9Hz), 7. 11 (1H, dd, J = 7 
. 9, 10. 7Hz), 7. 25-7. 45 (6H, m) 

20 FAB-MS (m/e) : 3 34 [M + H] + 

mmm 9 1 

ft&mmi 2 3 20mm. (Ar : Q-F-PhjR^HiR'iHiR 8 : i - 
Pr;R 4 :H; R 5 : 4-MeQ-Ph ; n=2) 
25 *HNMR (CDC1 3 ) 5:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
7 (3H, d, J = 6. 8Hz), 1. 85-2. 00 (1H, m), 2. 98 
-3. 11 ( 1 H, m) , 3. 65-3. 71 ( 2 H, m) , 3. 84 (3H, 
s) , 5. 48 (1H, s) , 6. 56 (1H, d, J = 7. 3Hz) , 6. 9 
3 (2H, d, J = 8. 5Hz) , 7. 05-7. 15 (1H, m) , 7. 24 
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(2H, d, J = 8. 5Hz) , 7. 2 5-7. 3 6 (1H, m) 
FAB-MS (m/e) : 3 64 [M + H] + 



MMM9 2 

5 ftteftflU 2 6 l(Oli (Ar : 9-F-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
Pr ;R 4 ;H; R 5 : 3- I -4-MeO-Ph ; n=2) 

*HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 7Hz), 0. 9 

7 (3H, d, J = 6. 6Hz) , 1. 8 5- 1. 9 8 (1H, m) , 3. 00 
-3. 10 (1H, m) , 3. 63-3. 70 (2H, m) , 3. 91 (3H, 

10 s) , 5. 49 (1H, s) , 6. 56 (1H, d, J = 7. 9Hz), 6. 5 

8 (1H, d, J = 8. 3Hz) 7. 10-7. 17 (1H, dd, J = 7. 9 
, 8. 5Hz) , 7. 2 0-7. 4 0 (2H, m) , 7. 78 (1H, d, J = 
2. 2Hz) 

FAB-MS (m/e) : 4 9 0 [M + H] + 

15 

nmm 9 3 

ittitow 1275 (omm. 

mfW-a (Ar : 7 - I - 8 - n -P r NHCOCH 2 0- P h ; R 1 
:H;R 2 :H;R 3 : i-Pr ;R 4 :H;R 5 :Ph;n = 2) 

20 'HNMR (CDC 1 ,) 6:0. 95 (3H, t, J = 7. 4Hz) , 0. 9 
7 (3H, d, J = 7. 5Hz) , 0. 97 (3H, d, J = 7. 5Hz) , 1 
. 50-1. 68 (2H, m) , 1. 73-1. 88 (1H, m) , 3. 07 ( 
1H, dd, J = ll. 0, 14. 1Hz) , 3. 34 (1H, t, J = 6. 7 
Hz), 3. 36 (1H, t, J = 6. 7Hz), 3. 43 ( 1 H, dd, J = 

25 2. 0, 1 4. 1Hz) , 3. 4 5-3. 5 2 ( 1 H, m) , 4. 59 (2H, 
s), 5. 75 (1H, s) , 6. 86 (1H, brs), 7. 10 (1H, s 
), 7. 35-7. 48 (5H, rn) , 7. 54 (1H, s) 

FAB-MS (m/e) : 5 5 7 [M+H] + 
y7XTl/t?-b (Ar : 7 - I - 8 -n - P r NHCOCH 2 0- P h ; R 1 
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:H;R 2 :H;R 3 : i-Pr ; R 4 : H ; R 5 : P h ; n= 2) 

'HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz) , 1. 00 (3H, t, J = 7. 3Hz) , 1 
. 55-1. 70 (2H, m) , 1. 90-2. 01 (1H, m) , 2. 9 5- 
5 3. 01 <1H, m) , 3. 36 (1H, t, J = 6. 7Hz), 3. 38 (1 
H, t, J = 6. 7Hz), 3. 42 ( 1 H, dd, J = 9. 3, 14. 5Hz 
) , 3. 49 (1H, dd, J = 3. 0, 14. 5Hz) , 4. 61 (2H, s 
), 5. 73 (1H, s), 6. 88 (1H, brs), 7. 26-7. 44 ( 
7H, m) , 7. 5 2 (1H, s) 
10 FAB-MS (m/e) : 5 5 7 [M + H] + 

9 4 

it^mm 1276 <pmt 

yTXrl/^-a (Ar : 7-1-8 -MeO-Ph ; R 1 : H; R 2 : H; R 
15 3 : i -P r ; R 4 : H ; R 5 : Ph ; n = 2) 

'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9Hz), 1. 75-1. 85 (1H, m), 3. 08 
(1H, dd, J = ll. 2, 14. 2Hz), 3. 43 ( 1 H, dd, J = 2 

. 3, 14. 2Hz) , 3. 48 (1H, ddd, J = 2. 3, 5. 0, 11. 
20 2 H z ) , 3. 95 (3H, s), 5. 75 (1H, s), 7. 08 (1H, S 

), 7. 31-7. 47 (5H, m), 7. 55 (1H, s) 
FAB-MS (m/e) : 4 7 2 [M+H] + 

v^TX-r M-V-b (Ar : 7 — 1—8 — Me O — P h ; R 1 : H ; R 2 : H ; R 

3 : i -P r ;R 4 :H;R 5 : Ph; n = 2) 
25 ] HNMR (CDC 1 ,) 6:0. 9 5 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 7Hz), 1. 88-1. 99 (1H, m), 2. 98 
(1H, ddd, J = 3. 0, 5. 8, 9. 4Hz) , 3. 41 (1H, dd, 

J = 9. 4, 14. 3Hz) , 3. 49 (1H, dd, J = 3. 0, 14. 3H 
z), 3. 98 (3H, s), 5. 71 (1H, s), 7. 26-7. 41 (5 
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H, m) , 7 . 3 3 ( 1 H, s ) ., 7 . 5 4 ( 1 H, s ) 
FAB-MS (m/e) : 4 7 2 [M+H] + 



mmm 9 5 

5 jb^Mj 2 7 7<£>» (Ar : 9 - 1—6 -Me Q— P h ; R 1 : H ; R 2 : H 
; R 3 : i-Pr;R 4 :H;R 5 :Ph;n=2) 

*HNMR (CDC 1 3 ) 6 :0. 96 (3H, d, J = 6. 9 Hz) , 0. 9 
9 (3H, d, J = 6. 9Hz), 1. 72-1. 89 (lH,m) , 3. 10 
-3. 33 (3H, m) , 3. 51 (3H, s) , 6. 38 ( 1 H, s), 7. 
10 18-7. 26 (2H, m), 7. 26-7. 33 (3H, m), 7. 79 (1 
H, d, J=8. 4Hz) , 7. 99 (1H, d, J = 8. 4Hz) 
FAB-MS (m/e) : 4 7 2 [M+H] + 

mmm 9 6 

15 {£&OoM 1 2 7 8 <DMM (Ar : 6 - I - 9 - OH - P h ; R 1 : H ; R 2 : H ; 
R 3 : i-Pr ;R 4 :H; R 5 :Ph;n = 2) 

'HNMR (CDC 1 3 ) 6:0. 90 (3H, d, J = 6. 6Hz), 0. 9 
6 (3H, d, J = 6. 7Hz) , 1. 8 5- 1. 9 5 (1H, m) , 3. 00 
- 3 . 1 0 ( 1 H, m) , 3 . 6 4-3. 71 ( 2 H, m) , 4 . 07 ( 3 H, 
20 s) , 5. 41 (1H, s) , 6. 21 (1H, d, J = 8. 5Hz) , 7. 2 
5-7. 45 (5H, m) , 7. 71 (1H, d, J = 8. 5Hz) 
FAB-MS (m/e) : 4 7 2 [M + H] + 



mmm 9 7 

25 4k&mMl Q 9 3(DMt£ (5- (4-j?Da-3-^f;P7i^) -3 -"TV 
7°U¥)l-2, 3, 4, 5-T-h^bHP-lH-lA 6 , 4-^>V^Tiftf 
>-l, 

WJf^fJU^f^HO. Og (59. 5mmol) £"b£j>^/ 

-;w&«2 omit ifetem®igiT?#&ttfc2-- rv^'ntf;u7> ? 'j^> 
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m> Rmmm^msrfizmmvrzo ssskix hytpuy? >mm 1 o omi * 

SP^ ^T^UX^JVT5>1 6. 6ra 1 (119mmol) , r^-t- 
^1H4. 2g (6 5. 4mmol) *JnA, 2l$fflia#L£. B£I?X^;i/X 

5 xx;i/TK^«*tttBL, 1 o %M7Km* i) tefdftifcK 

U^JW^AfDVh^?^- (^>:StX5 : ;VXXf^=4 : 1) 
fcJ;»5*itf8U *^)\> 2- (-2- { (t-^b^^;toW 75/} - 
3-^^;P^;W XJl/7 7-;W ^//X-M2. 4g OR*: 59%) * 

10 «3ftfi«ltt«ibT#it. 

J HNMR (CDC 1 3 ) (5:0. 93 (3H, d, J = 6. 7 Hz) , 0. 9 
7 (3H, d, J = 6. 7Hz) , 1. 42 (9H, s) , 2. 00-2. 10 
(1H, m) , 3. 01-3. 15 (2H, m) , 3. 70-3. 82 (1H, 
m) , 3. 91 (3H, s), 4. 71 (1H, bs), 7. 12-7. 20 ( 

15 1H, m) , 7. 3 9-7. 4 6 (2H, m) , 7. 9 2 ( 1 H, d, J = 6. 
9Hz) 

FAB-MS (m/e) : 3 5 4 [M+H] + 

imT1#£*l7cpWP 2- ( (2- { {t-7b*5'il)Vtf~)V) 75/ 
} -3-^^;p^;w x;P7rx;w ^>l/X-M2. 4g (3 5. 1mm 

20 on ©^^y -)vmm doomi) \z, 2 N?miti- h u ^ a*» 

$3 5ml (7 0. Ommol) mBrtKJ&mt6i&-mgLWL1t. fcfc 

mwtftm&Tizmmv. n^ntcmmziNrnmimw. (40ml) u 

U «EETfc*ftLfc. »ift/fl/>M5 0mim i^Tl-t 
25 FO+y^>yMJ7^-JH0. Og (119mmol) , 1- 

;i/7$/7°nt?;V) -S-IfMM^SFitlllO. Og, N, O-i? 
^^Jl/t HD^S/JU75 >4WWk8 . 7 9 g fcjjn*., 4KHWai^Ufc. ^Ttelft 
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ATtt*u mj£T\zmmvtco nznrcmfeZi'VtitfM ? Attach?? 

7 J- (s\*Ur> : iixfJ|/XXrJl'=4 : 1) fciDlfMU t -7*^)1 

N- ( l — { ( { 2 — ( Uh*^ (*5W 7x~JH 
x;i/7 7x;v) *5f;W -2-^^;i/7°pif;i/) MA7-b8. i5g (W 

5 : 6 0%) *atoH6»tt*fcbT#fe. 

'HNMR (CDC 1 3 ) 6:0. 89 (3H, d, J = 6. 6 Hz) , 0. 9 
0 (3H, d, J = 6. 8Hz) , 1. 36 (9H, s) , 1. 82-2. 00 
(1H, m) , 3. 01-3. 2 0 (3H, m) , 3. 3 2 (3H, bs) , 3 
. 53 (3H, bs), 5. 08 (1H, bs) , 7. 21-7. 27 (2H, 
10 m) , 7. 2 7-7. 3 8 (1H, m) , 7. 5 4 (1H, d, J = 7. 5Hz 
) 

FAB-MS (m/e) : 3 8 3 [M + H] + 

xn2m*>nr£t-7?)v n- d - { ( \ i- ( 

15 )MA7-hl5 0mg (0. 3 9mmol) ^tffh5kHD77>iI 
(2ml) fc, 7^->9Al 17mg (4. 2mmol) t2-^DD-5- 
7*DthJH>8 0 5mg (3. 9mmol) £fcck9W«L&£f U-7;MttH 
©f h7tFD77« (5ml) ^milffl^T, -7 8*CfcT10#M 

20 T>*-vj>fomv&%m\sito ^mx^i/xxx^TRitsM^ttait, w$ 

=r)\>=4 : 1) fc«}:t)l8®U t N- (1- { ( {2- (4-^PO 

-3-^fM>^;i/) 7iXJH x^7 7x;W *?VW 
25 tf;W *;Wt^- M 0 7mg <JR* : 6 1 %) 

'HNMR (CDC 1 3 ) (5:0. 84 (3H, d, J = 6. 8Hz), 0. 8 

4 (3H, d, J = 6. 8Hz) , 1. 37 (9H, s) , 1. 75-1. 85 
(1H, m) , 2. 29 (3H, s), 2. 95-3. 05 (2H, m) , 3. 

5 0-3. 6 0 (1H, m) , 4. 75 (1H, bs) , 7. 26-7. 31 ( 
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2H, m) , 7. 3 9-7. 5 9 (4H, m) , 7. 68 ( 1 H, d, J = l. 
9Hz) 

FAB-MS (m/e) : 44 9 [M+H] + 

xmsm^ntct-^)v n- (i- { ( {2- u-zun-z-*?- 

A^-h6 8mg (0. 15mmol) IC4N*fl2j*l, 4 

(3. omi) ^m^m.r-msmhs R&m$i&mmT\zmmvi£, ist 

2, 6-;W=-5?> (3. 0ml) £iqA, Sjfift (1. 0ml) ^ 

tfcK»»tT?«c#b> te»U «ETfc»ttbfc. »*fchU7JV^n»« (3. 
0ml) fcfcfcJO*.* 3 0 fcjfilMb*** ( 1 . 0ml) o roj&an^ip 

4-z?tt-yr>®m (3. 0ml) Sim*., (2 0 0mg) * 

20 >/mm^)V (4: 1) S*K«fr«*7Af P^b^7>f-fc#U 5 
- (4-^DD-3-^fJ|/7x-JW -3—f V^ntf;i/-2, 3, 4, 5- 
fh7k HP- 1H- 1 A 6 , 4-^>V^7-iftr>- 1, l-i?*><Dz?TZ 
xl/^-a (12. 8mg) 43«ktfb (2 2. 3mg) 

25 y77TPt7-a 

'HNMR (CDC 1 8 ) 5:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz) , 1. 7 5- 1. 8 9 ( 1 H, m) , 2. 40 
(3H, s) , 3. 05 (1H, dd, J = ll. 3, 14. 2Hz), 3. 4 
4 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 50 (1H, ddd, J = 
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2. 3, 4. 8, 11. 3Hz) , 5. 85 (1H, s) , 7. 18 ( 1 H, d 
d, J = 2. 2, 8. 2Hz) , 7. 26 (1H, d, J = 2. 2Hz) , 7. 
36-7. 43 ( 3 H, m) , 8. 13-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 3 6 4 [M + H] + 
5 ^77fl/t^-b 

'HNMR (CD C 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz) , 1. 9 0-2. 0 5 ( 1 H, m) , 2. 37 
(3H, s) , 2. 98 (1H, ddd, J = 3. 5, 5. 9, 8. 9Hz) , 

3. 43 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 49 (1H, dd, 
10 J = 3. 5, 14. 3Hz), 5. 80 (1H, s) , 6. 89-6. 94 (1 

H, m) , 7. 09 (1H, dd, J = 2. 1, 8. 3Hz) , 7. 19 (1H 
, d, J = 2. 1Hz) , 7. 33 (1H, d, J = 8. 3Hz) , 7. 45- 
7. 52 (2H, m), 8. 13-8. 18 (1H, m) 
FAB-MS (m/e) : 3 6 4 [M + H] + 

15 

mmm 9 8 

jt&Wn 0 0 8(DM& ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 
:H;R 5 :4 — Pyridyl ;n = 0) 

20 'HNMR (CD C 1 3 ) 6:0. 9 5. (3 H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 6Hz) , 1. 6 3- 1. 8 0 ( 1 H, m) , 2. 41 
(1H, dd, J = 10. 9, 14. 0Hz) , 2. 91 (1H, dd, J = 2 
. 2, 14. 0Hz), 2. 96-3. 04 (1H, m), 5. 75 ( 1 H, s 
), 6. 51-6. 5 4 ( 1 H, m) , 7. 15-7. 19 ( 2 H, m) , 7. 

25 41 (2H, d, J = 6. 1Hz), 7. 67-7. 71 (1H, m) , 8. 6 
1 (2H, d, J = 6. 1Hz) 
FAB-MS (m/e) : 2 8 5 [M + H] + 



mmm 9 9 
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tt&mm ioi8 omm 

^7Xf^T-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R s : 4-Me-Ph ; n=2) 
J HNMR (CDC 1 8 ) (5:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
5 7 (3H, d, J = 6. 8Hz), 1. 70-1. 87 (1H, m) , 2. 40 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz), 3. 4 
2 (1H, dd, J = 2. 3, 14. 3Hz) , 3. 52 (1H, ddd, J = 

2, 3, 4. 9, 11. 4Hz) , 5. 82 (1H, s) , 6. 71-6. 75 
(1H, m) , 7. 21-7. 30 (4H, m) , 7. 32-7. 41 (2H, 

10 m) , 8 . 1 2 - 8 . 1 6 ( 1 H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 
^7XT^t-7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 4-Me-Ph ; n=2) 
J HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 6. 9Hz), 0. 9 
15 9 (3H, d, J = 6. 7 Hz) , 1. 93-2. 00 ( 1 H, m) , 2. 37 
(3H, s) , 2. 96 (1H, ddd, J = 3. 6, 5. 7, 8. 9Hz) , 

3. 4 4 .(1 H, dd, J = 8. 9, 14. 3Hz) , 3. 4 7 (1H, dd, 
J = 3. 6, 14. 3Hz), 5. 80 (1H, s) , 6. 91-6. 95 (1 
H, m) , 7. 16-7. 2 3 (4H, m) , 7. 4 3-7. 4 9 (2H, m) 

20 , 8 . 1 3 - 8 . 1 7 ( 1 H, m) 

FAB-MS (m/e) : 3 3 0 [M + H] + 

%mm 1 0 0 

it^m 10 19 Oil 
25 ^7XTl/t?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-Me-Ph ; n = 2) 

X HNMR (CDC1 3 ) (5:0. 97 (3H, d, J = 6. 8 Hz) , 0. 9 
8 (3H, d, J = 6 . 9Hz), 1. 73-1. 88 (lH.ro), 2. 38 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 4 
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2 (1H, dd, 3 = 2. 2, 14. 3Hz), 3. 52 (1H, ddd, J = 

2, 2, 4. 9, 11. 4Hz) , 5. 83 (1H, s) , 6. 70-6. 74 
(1H, m) , 7. 12-7. 22 (3H, m) , 7. 27-7. 41 (3H, 

m). 8. 12-8. 16(1 H, m) 
5 FAB-MS (m/e) : 3 3 0 [M + H] + 

i?7XT^T"b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-Me-Ph ; n = 2) 

*HNMR (CDClj) 5:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 
9 (3H, d, J = 6. 7Hz) , 1. 9 2-2. 04 (1H, m) , 2. 36 
10 (3H, s) , 2. 96 (1H, ddd, J = 3. 7, 5. 9, 8. 9Hz), 

3. 46 (1H, dd, J = 8. 9, 14. 3Hz) , 3. 50 (1H, dd, 
J = 3. 7, 14. 3Hz), 5. 80 (1H, s), 6. 88-6. 92 (1 
H, m), 7. 11-7. 17 ( 3 H, m) , 7. 25-7. 31 ( 1 H, m) 

, 7. 43-7. 50 (2H, m), 8. 12-8. 16 (1H, m) 
15 FAB-MS (m/e) : 3 3 0 [M + H] + 

mnm 1 o 1 
tt&faw 1024 omm 

mrl/tT-a (AriPhjR'iHiR^HiR 3 : i-Pr ;R 4 :H 
20 ; R 5 : 3-Ph-Ph ; n = 2) 

X HNMR (CDClj) 6:0. 99 (3H, d, J = 6. 6Hz) , 0. 9 

9 (3H, d, J = 6. 6Hz), 1. 75-1. 85 (1H, m) , 3. 10 

(1H, dd, J = ll. 7, 14. 1Hz) , 3. 45 (1H, dd, J = 2 

. 1, 14. 1Hz), 3. 51-3. 58 (1H, m), 5. 97 (1H, s 
25 ), 6. 78 (1 H, dd, J = 2. 1, 6. 3Hz), 7. 30-7. 70 ( 

1 1 H, m) , 8 . 10-8. 20 ( 1 H, m) 
FAB-MS (m/e) : 3 9 2 [M + H] + 

yJXfV^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 

; R 5 : 3-Ph-Ph ; n = 2) 



r 
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X HNMR (CDC 1 8 ) 6:0. 97 (3H, d, J = 6. 9Hz) , 1. 0 
1 (3H, d, J = 6. 5Hz) , 1. 9 5-2. 0 3 ( 1 H, m) , 2. 98 
-3. 18 (1H, m) , 3. 45-3. 56 (2H, m), 5. 92 (1H. 
s), 6. 96-6. 99 (1H, dd, J = 3. 6, 5. 5Hz) , 7. 28 
5 -7. 60 (11H, m) , 8. 16 (1H, dd, J = 3. 5, 5. 5Hz) 

FAB-MS (m/e) : 3 9 2 [M+H] + 

mmmi o 2 
ik&wm 1026 omm. 

10 ^7Xfl/t7-a (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
; R 5 : 4-C 1 -Ph ; n = 2) 
X HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 

8 (3H, d, J = 6. 9Hz) , 1. 7 3-1. 8 8 (1H, m) , 3. 05 
(1H, dd, J = ll. 6, 14. 5Hz) , 3. 45 (1H, dd, J = 2 

15 . 3, 14. 5Hz) , 3. 49 (1H, ddd, J = 2, 3, 4. 9, 11. 
6Hz), 5. 91 (1H, s) , 6. 60-6. 70 ( 1 H, m) , 7. 31 
-7. 42 ( 6 H, m) , 8. 12-8. 17 ( 1 H, m) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 

20 (AriPhiR^'HiR^HjR 3 : i -P r ; R 4 : H ; R 5 : 4-C I - 
Ph;n=2) 

'HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 

9 (3H, d, J = 6. 8Hz) , 1. 8 8-2. 0 0 ( 1 H, m) , 3. 00 
(1H, ddd, J = 3. 5, 5. 6, 8. 9Hz) , 3. 41 ( 1 H, dd, 

25 J = 8. 9, 14. 3Hz) , 3. 44 (1H, dd, J = 3. 5, 14. 3H 
z), 5. 8 3 (1H, s), 6. 90-6. 9 4 (1H, m) , 7. 26 (2 
H, d, J = 8. 6Hz) , 7. 34 (2H, d, J = 8. 6Hz) , 7. 46 
-7. 53 (2H, m) , 8. 14-8. 18 (1H, m) 
FAB-MS (m/e) : 3 5 0/3 5 2 [M + H] + 
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mmm 103 

it&WM 1 0 8 3 (Dggjj 

S?7XrVtT-a (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
5 ;R 5 :3-Me-4-Me-Ph;n=2) 

*HNMR (CDC 1 3 ) 5:0. 98 (3H, d, J = 6. 9Hz) , 0. 9 
8 (3H, d, J = 6. 9Hz), 1. 72-1. 90 (1H, m), 1. 95 
(3H, s) , 2. 30 (3H, s) , 3. 06 ( 1 H, dd, J = ll. 4, 
14. 3Hz) , 3. 44 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
10 3 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz) , 6. 09 ( 1 H, s 
), 6. 60-6. 64 (1H, m), 7. 16-7. 26 (2H, m) , 7. 
31-7. 42 (2H, m) , 7. 46 (1H, d, J = 7. 7Hz) , 8. 1 
2-8. 16 (1H, m) 
FAB-MS (m/e) : 344 [M+H] + 
15 y77xW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 : 3-Me-4-Me-Ph;n = 2) 

1 HNMR (CDC 1 3 ) 6:0. 95 (3 H, d, J = 6. 8Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 96 (3H, s), 1. 9 6-2. 11 
(1H, m) , 2. 29 (3H, s) , 2. 77-2. 90 (1H, m) , 3. 
20 56-3. 68 (2H, m) , 6. 04 (1H, s) , 6. 69-6. 73 (1 
H, m) , 7. 19-7. 26 (3H,m), 7. 38-7. 51 (2H,m) 
, 8. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 344 [M + H] + 

25 mifcm 10 4 

jfrtiffi io84 (omm 

y7^fW-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 2— Me— 4— Me— Ph ; n = 2 ) 
L HNMR (CDC 1 3 > <5:0. 98 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz) , 1. 76-1. 83 (1H, m), 2. 03 
(3H, s) , 2. 37 (3H, s) , 3. 05 ( 1 H, dd, J = ll. 5, 
14. 3Hz) , 3. 45 (1H, dd, J = 2. 1, 14. 3Hz), 3. 5 
2 (1H, ddd, J = 2, 1, 4. 5, 11. 5Hz) , 5. 99 (1H, s 
5 ), 6. 63-6. 66 (1H, m) , 7. 02 (1H, s) , 7. 14 (1H 
, d, J =8. OHz), 7. 31-7. 42 (2H,m) 7. 45 (1H, d 
, J = 8. OHz), 8. 12-8. 15 (1H, m) 

FAB-MS (m/e) : 3 44 [M + H] + 
PYXf-l/jr^-b (At : Ph ; R 1 :H ; R 2 : H ; R 3 : i-Pr ; R 4 : H 
10 ; R 5 : 2-Me — 4— Me— Ph ; n=2) 

1 HNMR (CDC 1 3 ) 6:0. 94 (3 H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 8Hz) , 1. 98-2. 10 ( 1 H, m) , 2. 20 
5 (3H, s ) , 2. 36 (3H, s), 2. 76-2.83 ( 1 H, m) , 3 
. 5 5-3. 59 (2H, m) , 5. 95 (1H, s) , 6. 71-6. 75 ( 
15 1H, m) , 7. 03 ( 1 H, s) , 7. 12 (1H, d, J = 8. 2Hz) , 
7. 3 8-7. 4 7 (2H, m) , 7. 44 (1H, d, J = 8. 2Hz) , 8 
. 08-8. 12 (1H, m) 
FAB-MS (m/e) : 3 44 [M+H] + 



20 mmm 1 o 5 

tt&mw loss owt 

^7XfW-a (A r : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
;R 5 : 2-Me-5-Me-Ph ; n=2) 
! HNMR (CDClj) 5:0. 99 (3H, d, J = 6. 8Hz) , 1. 0 
25 0 (3H, d, J = 6. 9Hz), 1. 77-1. 90 (1H, m), 2. 02 
(3H, s) , 2. 40 (3H, s) , 3. 05 (1H, dd, J = ll. 5, 
14. 4Hz) , 3. 47 (1H, dd, J = 2. 2, 14. 4Hz), 3. 5 
3 (1H, ddd, J = 2, 2, 4. 9, 11. 5Hz) , 6. 00 (1H, s 
) , 6. 61-6. 65 (1H, m) , 7. 07 (1H, d, J = l. 1Hz) 
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, 7. 07 (1H, d, J = l. 1Hz) , 7. 3 2-7. 4 2 (2H, m) . 
7. 37 (1H, d, J = l. 1Hz) , 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 44 [M+H] + 
^7^fl/f7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
5 ; R 5 : 2-Me — 5-Me— Ph ; n=2) 

'HNMR (CDC 1 ,) 6:0. 9 6 (3 H, d, J = 6. 9Hz) , 0. 9 
9 (3H. d, J = 6. 8Hz) , 2. 00-2. 12 (1H, m) , 2. 03 
(3H, s) , 2. 39 (3H, s) , 2. 81 (1H, ddd, J = 3. 8, 
6. 0, 8. 4Hz) , 3. 56 ( 1 H, dd, J = 8. 4, 14. 1Hz) , 
10 3. 5 9 (1H, dd, J = 3. 8, 14. 1Hz) , 5. 95 (1H, s) , 
6. 70-6. 74 (1H, m) , 7. 08 (2H, s) , 7. 36 (1H, s 
) , 7. 38-7. 48 ( 2 H, m) , 8. 08-8. 12 ( 1 H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 



15 mmm 1 o 6 

tt&mm io87 <pim 

y7XfW?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
;R 5 : 3-Me-4-Me-Ph;n=2) 
'HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 9Hz), 0. 9 
20 7 (3H, d, J = 6. 9Hz), 1. 75-1. 89 (1H, m), 2. 29 
(3H, s) , 2. 30 (3H, s) , 3. 07 (1H, dd, J = ll. 4, 
14. 3Hz) , 3. 42 (1H, dd, J = 2. 2, 14. 3Hz) , 3. 5 
1 (1H, ddd, J = 2, 2, 4. 9, 11. 4Hz) , 5. 78 (1H, s 
), 6. 73-6. 77 ( 1 H, m) , 7. 11-7. 21 ( 3 H, m) , 7. 
25 33-7. 40 ( 2 H, m) , 8. 11-8. 15 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 
mf^7-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i— Pr ;R 4 :H 
;R 5 : 3-Me-4-Me-Ph ; n = 2) 
'HNMR (CDC 1 3 ) <5:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
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8 (3H, d, J = 6. 8Hz), 1. 93-2. 06 (1H, m) , 2. 26 
(3H, s) , 2. 28 (3H, s) , 2. 96 (1H, ddd, J = 3. 6, 

5. 8, 9. 0Hz) , 3. 45 ( 1 H, dd, J = 9. 0, 14. 5Hz) , 
3. 51 (1H, dd, J = 3. 6, 14. 5Hz) , 5. 76 (1H, s) , 
5 6. 9 1-6. 9 4 (1H, m) , 7. 04 ( 1 H, dd, J-l. 6, 7. 8 
Hz) , 7. 10 (1H, s) , 7. 14 (1H, d, J = 7. 8Hz) , 7. 
42-7. 49 (2H, m), 8. 12-8. 16 (1H, m) 
FAB-MS (m/e) : 3 44 [M + H] + 

io mmm 107 

\\&mw 1 0 9 0 <dm& 

S?7XfW-a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3-F, 4-Me-Ph ;n=2) 
'HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
15 8 (3H, d, J = 6. 7Hz), 1. 70-1. 90 (1H, m), 2. 31 
(3H, s) , 3. 05 (1H, dd, J = ll. 4, 14. 4Hz) , 3. 4 
3 (1H, dd, J = 2. 3, 14. 4Hz) , 3. 4 7-3. 5 5 ( 1 H, m 
), 5. 88 (1H, s) , 6. 71-6. 74 (1H, m), 7. 03 (1H 
, dd, J = l. 5, 7. 7Hz) , 7. 11 (1H, dd, J = l. 5, 10 
20 . 6Hz) , 7. 20 (1H, dd, J = 7. 7, 10. 6Hz), 7. 37- 
7. 41 (2H, m), 8. 12-8. 16 (1H, m) 

FAB-MS (m/e) : 3 4 8 [M + H] + 
S?7^fW*7-b (Ar : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-F, 4-Me-Ph;n = 2) 
25 'HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 7Hz), 0. 9 

9 (3H, d, J = 6. 7Hz), 1. 90-2. 11 (1H, m), 2. 28 
(3H, s) , 2. 9 7-3. 0 5 ( 1 H, m) , 3. 3 5-3. 5 0 (2H, 

m), 5. 81 (1H, s), 6. 92-7. 00 (2H, m) , 7. 03 (1 
H, d, J = 10. 8Hz) , 7. 16 (1H, dd, J = 7. 7, 10. 8H 
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z) , 7. 49-7. 51 (2H, m) , 8. 14-8. 17 ( 1 H, m) 

FAB-MS (m/e) : 3 4 8 [M + H] + 



mmm 1 o 8 

5 jfetM 1 0 9 2 (DUm 

y7Xrl/f7-a (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :4-F-3-Me-Ph;n = 2) 

'HNMR (CDC 1 ,) <5:0. 97 (3H, d, J = 6. 9Hz) , 0. 9 
7 (3H, d, J = 6. 9Hz), 1. 75-1. 85 (1H, m) , 2. 30 
10 (3H, d, Jp-H-l. 9Hz), 3. 06 (1H, dd, J = ll. 3, 1 
4. 2Hz) , 3. 44 (1H, dd, J = 2. 3, 14. 2Hz) , 3. 49 
(1H, ddd, J = 2, 3, 4. 9, 11. 3Hz) , 5. 83 (1H, s) 
, 6. 69-6. 74 ( 1 H, m) , 7. 01-7. 08 ( 1 H, m) , 7. 1 
5-7. 22 (2H, m), 7. 36-7. 43 (2H, m), 8. 12-8. 
15 1 6 (1H, m) 

FAB-MS (m/e) : 3 4 8 [M+H] + 
y7Xf^"7-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 :4-F-3-Me-Ph;n=2) 
] HNMR (CDC 1 3 ) (5:0. 95 (3H, d, J = 6. 8Hz) , 0. 9 
20 9 (3H, d, J = 6. 7Hz), 1. 88-2. 03 ( 1 H, m) , 2. 27 
(3H, d, J F _ H =1. 9 Hz) , 2. 97 (1H, ddd, J = 3. 5, 5 
. 7, 9. OHz) , 3. 43 (1H, dd, J = 9. 0, 14. 3Hz) , 3 
. 47 (1H, dd, J = 3. 5, 14. 3Hz) , 5. 79 ( 1 H, s) , 6 
. 89-6. 91 (1H, m), 6. 91-7. 03 (1H, m), 7. 07- 
25 7. 17 (2H, m), 7. 45-7. 51 (2H, m) , 8. 13-8. 17 
(1H, m) 

FAB-MS (m/e) : 3 48 [M+H] + 



MM 1 0 9 
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tt&fami o 9 4<pmm 

mfVtT-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
; R 5 : 3-F, 4-F-Ph;n = 2) 
: HNMR (CDC 1 3 ) 6:0. 98 (3H, d, J = 6. 4Hz), 0. 9 
5 9 (3H, d, J = 6. 4Hz) , 1. 7 5- 1. 8 5 (1H, m) , 3. 04 
(1H, dd, J = ll. 9, 14. 2Hz) , 3. 46 (1H, dd, J = 2 
. 2, 14. 2Hz) , 3. 4 5-3. 5 4 (1H, m) , 5. 93 (1H, s 
) , 6. 6 5-6. 9 0 (2H, m) , 7. 0 5-7. 2 0 (2H, m) , 7. 
39-7. 48 (2H, m), 8. 13-8. 20 (1H, m) 
10 FAB-MS (m/e) : 3 5 2 [M + H] + 

y7XrW-b (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3-F, 4-F-Ph ; n=2) 

'HNMR (CDC 1 8 ) 6:0. 96 (3H, d, J = 6. 9 Hz) , 1. 0 
1 (3H, d, J = 6. 4Hz) , 1. 8 8- 1. 9 9 (1H, m) , 2. 97 
15 -3. 05 (1H, m), 3. 35-3. 42 (2H,m), 5. 83 (1H, 
s), 6. 95-7. 01 ( 2 H, m) , 7. 05-7. 25 ( 2 H, m) , 7 
. 50-7. 55 (2H, m), 8. 15-8. 20 ( 1 H, m) 
FAB-MS (m/e) : 3 5 2 [M + H] + 

20 1 1 0 

ffr&M! 1 0 9 5 (P®B§ 

mfl/t7-a (Ar : Ph ; R 1 : H ; R 2 :H ; R 3 : i-Pr ;R 4 :H 
; R 5 : 3 — F, 4-Cl-Ph; n = 2) 
'HNMR (CDC 1 s ) (5:0. 99 (3H, d, J = 7. 0Hz), 1. 0 
25 0 (3H, d, J = 7 . 0Hz), 1. 75-1. 90 (1H, m), 3.05 
(1H, dd, J = H. 4, 14. 8Hz) , 3. 46 (1H, dd, J = 2 
. 3, 14. 8Hz), 3. 45-3. 52 (1H, m), 5. 96 (1H, s 
), 6. 70-6. 77 (1H, m), 7. 11 (1H, d, J = 8. 3Hz) 
, 7. 30 (1H, dd, J = l. 7, 8. 3Hz) , 7. 3 9-7. 4 7 (3 
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H, m) , 8. 14-8. 1 7 (1H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M + H] + 
P7X^U^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -Pr ; R 4 : H 
; R 5 : 3-F, 4-C 1-Ph; n = 2) 
5 'HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 7. 0Hz), 1. 0 
1 (3H, d, J = 7. 0Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 98 
-3. 07 (1H, m) , 3. 3 5-3. 4 2 (2H, m) , 5. 80 ( 1 H, 
s) , 6. 92-6. 97 (1H, m) , 6. 99 (1H, d, J = 8. 2Hz 
) , 7. 18 (1H, d, J = 10. 2Hz) , 7. 36 (1H, dd, J = 8 
10 . 2, 10. 2Hz), 7. 48-7. 55 (2H, m) , 8. 12-8. 20 
(1H, m) 

FAB-MS (m/e) : 3 6 8/3 7 0 [M + H] + 



MMM l 1 1 

is ik&mm io96 (Dmm. 

^7l/t7-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 

;R 5 : 3-C 1 -4-C 1 -Ph ; n=2) 
X HNMR (CDC 1 8 ) 6:0. 98 (3H, d, J = 6. 9Hz), 0. 9 

9 (3H, d, J = 6. 6Hz), 1. 77-1. 84 (1H, m) , 3. 04 
20 (1H, dd, J = ll. 8, 14. 6Hz) , 3. 46 (1H, dd, J = 2 

. 3, 14. 6Hz), 3. 45-3. 52 (1H, m) , 5. 94 (1H, s 

) , 6. 6 9-6. 7 3 (1H, m) , 7. 22 ( 1 H, dd, J = l. 9, 8 

. 3Hz) , 7. 3 9-7. 44 (2H, m) , 7. 48 (1H, d, J = 8. 

3Hz), 7. 56 (1H, d, J = l. 9Hz), 8. 14-8. 18 (1H 
25 , m) 

FAB-MS (m/e) : 3 8 4/3 8 6 [M + H] + 
S?7^f^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr ;R 4 :H 
;R 5 : 3-C 1 -4-C 1 -Ph ; n = 2) 

'HNMR (CDC 1 3 ) (5:0. 96 (3H, d, J = 6. 9Hz), 1. 0 
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1 (3H, d, J =6. 8Hz), 1. 87-1. 98 (1H, m), 3. 02 
(1H, ddd, J = 3. 6, 5. 5, 8. 9Hz) , 3. 38 ( 1 H, dd, 

J = 8. 9, 14. 4Hz) , 3. 43 (1H, dd, J = 3. 6, 14. 4H 
z), 5. 83 (1H, s), 6. 93-6. 97 (1H, m), 7. 08 (1 
5 H, dd, J = l. 9, 8. 3Hz), 7. 42 (1H, d, J = 8. 3Hz) 
, 7. 48 (1H, d, J = l. 9Hz) , 7. 5 0-7. 5 6 (2H, m) , 
8. 15-8. 19 (1H, m) 
FAB-MS (m/e) : 3 8 4/3 8 6 [M+H] + 

io mmm 1 1 2 

ik&mw 1100 (pmm 

y7Xfl/t^-a ( A r : P h ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
; R 5 : 3-Me, 4-Me O-Ph ; n = 2) 
'HNMR (CDC 1 3 ) 5:0. 97 (3H, d, J = 6. 7Hz), 0. 9 
15 8 (3H, d, J = 6. 8Hz), 1. 75-1. 85 (1H, m), 2. 24 
(3H, s) , 3. 07 (1H, dd, J = ll. 4, 14. 3Hz), 3. 4 

2 (1H, dd, J=2. 2, 14. 3Hz) , 3. 50 (1H, ddd, 2. 
2, 4. 8, 11. 4Hz), 3. 86 (3H, s), 5. 75 (1H, s) , 
6. 7 5-6. 7 8 (1H, m) , 6. 86 ( 1 H, d, J = 8. 4Hz) , 7 

20 . 14 (1H, d, J = 2. 0Hz) , 7. 19 (1H, d d, J = 2. 0, 8 
. 4Hz), 7. 35-7. 38 (2H, m) , 8. 11-8. 1 4 (1H, m 
) 

FAB-MS (m/e) : 3 6 0 [M + H] + 
y7XrW-b (A r : P h ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
25 ; R 5 : 3-Me, 4 -M e O- P h ; n = 2 ) 

X HNMR (CDC 1 3 ) 5:0. 95 (3H, d, J = 6. 7Hz), 0. 9 
8 (3H, d, J = 6. 8Hz), 1. 95-2. 05 ( 1 H, m) , 2. 21 
(3H, s) , 2. 92-3. 01 (1H, m) , 3. 4 0-3. 5 5 (2H, 
m) , 3. 84 (3H, s) , 5. 76 (1H, s) , 6. 82 (1H, d, J 
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= 8. 3Hz) , 6. 9 2-6. 9 6 (1H, m) , 7. 08 ( 1 H, dd, J 
= 2. 3, 8. 3Hz) , 7. 12 (1H, d, J = 2. 3Hz) , 7. 44- 

7. 47 (2H, m) , 8. 12-8. 15 ( 1 H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 

5 

mmn 1 1 3 
tt&mm 1103 g)gj6 

TOfWt"7-a (Ar iPhiR'iHiR^HjR 3 : i-Pr ;R 4 :H 

; R 5 : 3-MeO-4-MeO-Ph ; n = 2) 
10 l HNMR (CDC 1 3 ) 6:0. 99 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 8Hz), 1. 72-1. 87 (1H, m) , 3. 08 
(1H, dd, J = ll. 4, 14. 3Hz), 3. 44 (1H, dd, J = 2 

. 0, 14. 3Hz) , 3. 52 (1H, ddd, J = 2, 0, 5. 0, 11. 

4Hz) , 3. 86 (3H, s) , 3. 93 (3H, s) , 5. 80 (1H, s 
15 ), 6. 75-6. 80 (1H, m), 6. 89 (1H, d, J = l. 7Hz) 

, 6. 93 (1H, d, J = 8. 3Hz) , 7. 00 ( 1 H, dd, J = l. 7 

, 8. 3Hz), 7. 38-7. 43 (2H, m), 8. 13-8. 16 (1H 

, m) 

FAB-MS (m/e) : 3 7 6 [M + H] + 
20 yJ^T^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
;R 5 : 3-MeO-4-MeO-Ph;n=2) 

2 HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 8 Hz) , 1. 0 
0 (3H, d, J = 6. 8Hz), 1. 92-2. 07 (1H, m), 2. 98 
(1H, ddd, J = 3. 5, 5. 7, 9. 2Hz) , 3. 45 (1H, dd, 
25 J = 9. 2, 14. 4Hz), 3. 51 ( 1 H, dd, J = 3. 5, 14. 4H 
z) , 3. 84 (3H, s) , 3. 90 (3H, s) , 5. 80 ( 1 H, s) , 
6. 83 (1H, dd, J = l. 7, 8. 4Hz) , 6. 87 ( 1 H, d, J = 

8. 4Hz) , 6. 92 (1H, d, J = l. 7Hz) , 6. 9 3-6. 9 7 ( 
1H, m), 7. 44-7. 51 (2H, m), 8. 13-8. 17 ( 1 H, m 
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) 

FAB-MS (m/e) : 3 7 6 [M+H] + 



mmm 1 1 4 
5 jkjkmm 1104 omm 

y77fWt-?-a (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i-Pr;R 4 :H 
; R 5 : 3 , 4 -M e thy 1 ened i oxy 1-Ph ; n=2) 

J HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J = 6. 8Hz), 1. 73-1. 88 ( 1 H, m) , 3. 05 
10 (1H, dd, J = ll. 4, 14. 3Hz) , 3. 43 (1H, dd, J = 2 
. 2, 14. 3Hz), 3. 46-3. 53 (1H, m), 5. 79 (1H, s 
), 6. 00 (2H, s) , 6. 78-6. 83 ( 1 H, m) , 6. 84-6. 
90 (3H, m), 7. 37-7. 41 (2H, m), 8. 11-8. 15 (1 
H, m) 

15 FAB-MS (m/e) : 3 6 0 [M + H] + 

^7XfW-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 : H 
;R 5 :3, 4-Me thy 1 ened i oxy 1-Ph ; n = 2) 

'HNMR (CDC 1 3 ) 5:0. 96 (3H, d, J = 6. 8Hz), 0. 9 
9 (3H, d, J = 6. 8Hz), 1. 90-2. 04 ( 1 H, m) , 2. 98 

20 (1H, ddd, J = 3. 5, 5. 7, 9. 1Hz), 3. 43 (1H, dd, 
J = 9. 1, 14. 1Hz) , 3. 48. (1H, dd, J = 3. 5, 14. 1H 
z) , 5. 77 (1H, s) , 5. 99 (2H, s) , 6. 75 (1H, dd, 
J = l. 5, 8. 0Hz) , 6. 80 (1H, d, J = 8. 0Hz), 6. 87 
(1H, d, J = l. 5Hz) , 6. 95-6. 99 ( 1 H, m) , 7. 46- 

25 7 . 5 1 ( 2 H, m) , 8 . 12-8. 16 ( 1 H, m) 
FAB-MS (m/e) : 3 6 0 [M+H] + 



mmm 1 1 5 
fc&mm 1105 omm 



f 
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mf^V-a (Ar rPhjR^HjR^-HiR 3 : i-Pr ;R 4 :H 
;R 5 :3, 4-Ethy lenedioxy 1-Ph ;n=2) 
X HNMR (CDC 1 3 ) 6:0. 97 (3H, d, J = 6. 9Hz), 0. 9 

7 (3H, d, J = 6. 9 Hz) , 1. 70-1. 85 (1H, m) , 3. 05 
5 (1H, dd, J-ll. 5, 14. 3Hz) , 3. 41 (1H, dd, J = 2 

. 2, 14. 3Hz) , 3. 50 (1H, ddd, J = 2, 2, 4. 8, 11. 
5Hz) , 4. 30 (4H, s) , 5. 76 (1H, s) , 6. 78-6. 83 
(1H, m) , 6. 83 (1H, dd, J = l. 9, 8. 3Hz) , 7. 35- 
7. 42 (2H, m), 8. 11-8. 15 (1H, m) 
10 FAB-MS (m/e) : 3 7 4 [M+H] + 

yTXfVt^-b (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i -P r ; R 4 : H 
;R 5 :3, 4-E t hy 1 en ed i oxy 1 -Ph ; n=2) 
'HNMR (CDC 1 ,) 6:0. 95 (3H, d, J = 6. 8 Hz) , 0. 9 

8 (3H, d, J = 6. 8Hz), 1. 90-2. 03 (1H, m), 2. 97 
15 (1H, ddd, J = 3. 5, 5. 7, 9. 0Hz) , 3. 42 (1H, dd, 

J = 9. 0, 14. 3Hz) , 3. 48 (1H, dd, J = 3. 5, 14. 3H 
z) , 4. 27 (4H, s) , 5. 73 (1H, s) , 6. 77 (1H, dd, 
J = l. 9, 8. 6Hz) , 6. 85 (1H, d, J = 8. 6Hz) , 6. 87 
(1H, d, J = l. 9Hz), 7. 42-7. 51 (2H, m), 8. 11- 
20 8 . 1 5 ( 1 H, m) 

FAB-MS (m/e) : 3 7 4 [M + H] + 

mmm 1 1 6 

jfraMU 1 1 lV>m.lt (Ar : Ph ; R 1 : H ; R 2 : H ; R 3 : i - P r ; R 4 
25 :H; R s : 3-F, 4-MeQ-Ph ; n = 2) 

X HNMR (CDC 1 8 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 

9 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 0 (1H, m) , 2. 98 
-3. 04 (1H, m) , 3. 35-3. 50 (2H, m), 3. 90 (3H, 
s), 5. 79 (1H, s), 6. 92-6. 97 ( 2 H, m) , 7. 15 (1 
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H, dd, J = l. 3, 11. 6Hz) , 7. 48-7. 51 (2H, m) , 8 
. 14-8. 17 (1H, m) 

FAB-MS (m/e) : 3 6 4 [M + H] + 

5 mmmii7 

1\&Qsmil5 8<DMm (3— fyyPb°;i/-7-r:hP-5-7x-;i/2 > 3 
, 4, 5, -rb^bKP-l H— 1 A 6 , 4 -^>V^7if tf>- 1 , 1-y 

2-yDt-5--hD-gIfilO. Og (4 0. 6mmol) Kli&fb^ 
10 ^--;l/6. Omim 1 2 0tt3I^WSill,m EJ&fcttSfcflET 
\Z$mVtco 0. OmlM, ^T^tfbT^-^A 6 

. 48g (4 8. 7mmol) fcjJD*., 1 6 O^T 5^faJnittt^tfeo ttfttt 

15 ATM, MJETlcMU #6nfc»?(E«^U*y;W*9A^nTh^57 
A- (A+it> :Sfx?;H7r^=4 : 1) K:«kD*gSU 
5-nhD7x~;i/) (7x-JW ;*^/>8. 3g (JR$ : 6 1 %) £&3t& 

*HNMR (CDC 1 3 ) <5:3. 90 (3H, s), 6. 97 (2H, d, J 
20 =9. OHz) , 7. 77 (2H, d, J = 9. OHz) , 7. 85 (2H, d 
, J = 9. 5Hz) , 8. 16-8. 20 (2H, m) 
FAB-MS (m/e) : 3 3 6/3 38 [M + H] + 
XHlT#£>ttfc (2-^Pt-5-ZhD7i^V) (7x"jW ^^y> 
2. 6 0g (7. 7 3mmol) ®^fMM75HM (30ml) \Z, 

25 n- {2-*^;v-i- (x)V7t^)V^)V) 7°ntf;n #;w\* 

^-h3. 0 g (11. 4mmo 1) » , J'7A2. 0 9 g (15. lmmo 

i) sin*., i2o"CT2»»fc. ^i&fcr^n^Azkjgifcsas 
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tco a4fc4Njfifl2K*l. 4-i?-t3rD->®m (10. 0ml) SJpAfflftT? 
H!fe»#U &JftM£MJET£«Lfc. 2§fi£2, 6-)\,^is> (2 0. 0 
ml) £jJD;L (10. 0ml) &«Jnbfc. »H7^> S^»S3I» 

D7h^77^ (A^>:itX^X7j;i/=4: 1) lC<£9fif§2U 3 
— rV7°Ptf;i/-7-^hP-5-7x-;i/-2, 3-yt Ko - 1, 4-^> 
l/^Tiftf> 1. 6 5g (W:6 0%) £^6ilM*4&£LT#fc. 

10 *HNMR (CDC 1 8 ) 6:0. 95 (3H, d, J = 6. 7Hz), 1. 0 
5 (3H, d, J = 6. 6Hz) , 1. 95-2. 10 ( 1 H, m) , 2. 89 
-2. 99 (1H, m), 3. 42 (1H, dd, J = ll. 2, 12. 0Hz 
) , 3. 62 (1H, dd, J = 3 . 7, 11. 2 H z ) , 3. 84 (3H, s 
) , 6. 90 (2H, d, J = 8. 9Hz) , 7. 52 (2H, d, J = 8. 9 

15 Hz), 7. 76 (1H, d, J = 8. 3Hz), 7. 99 (1H, d, J = 2 
. 6Hz) , 8. 19 (1H, dd, J = 2. 6, 8. 3Hz) 
FAB-MS (m/e) : 3 5 7 [M + H] + 

XS2T#6nfc3— (V7u\2)V-7--hU - 5-7x^-2, 3-5? 
hHD-1, 4-^>V>T-ift°> 1. 5 8g (4. 4 3mmol) (DJ-b? 
20 tHn77>iI10mll:h'J7MPfi (3. Oml) 30 
XTmti&m* (1. Oml) ZfaOVOU^muLtc,, »H7^ fi'&tt 

*an?-ttiwu 1 0 %^mmi~ b u ?&7k®m, mum*** bw 

ifc^U ftjftU «EETfc«H8Lfc. »Jtfc:4Niftft**l. 4-5^*t*->ft 
25 « (10. Oml) SiDA., M 2 8 8 m g 0 *C fc*fiO L- 

-f hTlijibfco Sf#X5P;i/r2lItff&ttlU aaii^$ftT^M*iM 

7J^A7PTh^^7^- (AW>:»^XfJHXf^=l : 1) fc«kDl* 



WO 02/053548 



PCT/JP01/11267 



10 



15 



20 



SU 3— fy^Ptf^-7-nhD-5-7x-;i/2, 3, 4, 5, -rh7 
tFD-1 H— 1 A 6 , 4-^> % /^7ift?>- 1, 1 - J?t>0^7XTPt 
T-a (4 0 8mg) £J;tfb (5 3 0mg) UT#fc 



J HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J=6. 8Hz), 0. 9 
5 (3H, d, J = 6. 8Hz) , 1. 70-1. 81 (1H, m) , 3. 01 
(1H, dd, J = ll. 4, 14. 0Hz) , 3. 37 (1H, dd, 3 = 2 
. 3, 14. OHz) , 3. 44 (1H, ddd, 3 = 2. 2, 5. 0, 11. 
4Hz) , 3. 85 (3H, s) , 5. 71 (1H, s) , 5. 88 ( 1 H, d 
, 3 = 2. 3Hz) , 6. 51 (1H, dd, 3 = 2. 3, 8. 4Hz) , 6. 
94 (2H, d, J = 8. 6Hz) , 7. 31 ( 1 H, d, J = 8. 6Hz) , 
7.8 8 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) : 36 1 [M + H] + 

'HNMR (CDC 1 3 ) 6:0. 93 (3H, d, J = 6. 8Hz), 0. 9 
7 (3H, d, J=6. 7Hz) , 1. 8 5- 1. 9 9 (1H, m) , 2. 90 
-3. 0 0 (1H, m) , 3. 3 0-3. 4 0 (2H, m) , 3. 8 2 (3H, 
s) , 5. 73 (1H, s) , 6. 08 ( 1 H, d, 3 = 2. 4Hz) , 6. 6 
1 (1H, dd, 3 = 2. 4, 8. 5Hz) , 6. 90 (2H, d, J = 8. 6 
Hz) , 7. 26 (1H, d, J=8. 6Hz) , 7. 89 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 3 6 1 [M + H] + 



118 

jk&mm 1157 <pum 

y7Xf^-a (Ar : 7-NQ2-Ph ;R':H;R ? :H;R 3 : i - 



Pr ;R 4 :H; R 5 : 4 — M eO-Ph ; n=0) 
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X HNMR (CDC 1 3 ) 6:0. 95 (3H, d, J = 6. 8Hz), 0. 9 
6 (3H, d, J = 6. 8Hz), 1. 65-1. 78 (1H, m) , 2. 49 
(l.H, dd, J = 10. 3, 13. 9Hz) , 2. 98 (1H, dd, J = 2 
. 2, 13. 9Hz), 3. 0 6 (1H, m) , 3. 86 (3H, s) , 5. 4 
5 8 (1H, s) , 6. 97 (2H, d, J = 8. 8Hz) , 7. 33 (2H, d 
, J = 8. 8Hz) , 7. 49 (1H, d, J = 2. 5Hz) , 7. 75 (1H 
, d, J = 8. 4Hz) , 7. 92 (1H, dd, J = 2. 5, 8. 4Hz) 

FAB-MS (m/e) : 3 5 9 [M + H] + 
i?7Xf^T-b (Ar : 7-N02-Ph ; R 1 : H ; R 2 : H ; R 3 : i - 
10 Pr;R 4 :H; R 5 : 4 -Me O-P h ; n = 0) 

*HNMR (CDClj) <5:0. 93 (3H, d, J = 6. 7Hz), 0. 9 
5 (3H, d, J = 6. 7Hz), 1. 90-2. 10 (1H, m) , 2. 75 
-2. 85 (1H, m) , 2. 90-3. 05 (2H, m) , 3. 84 (3H, 
s) , 5. 64 (1H, s) , 6. 93 (2H, d, J = 8. 8Hz) , 7. 2 
15 5 (2H, d, J = 8. 8Hz) , 7. 58 (1H, d, J = 8. 5Hz) , 7 
. 63 (1H, d, J = 2. 3Hz) , 7. 93 ( 1 H, dd, J = 2. 3, 8 
. 5Hz) 

FAB-MS (m/e) : 3 5 9 [M + H] + 

20 mmm 119 

it&WM 115 9 <pgj& 

y77rl/t7-a (Ar : 7-N3-Ph ; R 1 : H; R 2 : H ; R 3 : i-P 
r;R 4 :H; R 5 : 4 -Me O-P h ; n = 2) 
*HNMR (CDC1 3 ) 6:0. 96 (3H, d, J = 6. 8Hz), 0. 9 
25 6 (3H, d, J = 6. 8Hz) , 1. 7 0-1. 8 2 (1H, m) , 3. 05 
(1H, dd, J = ll. 8, 14. 0Hz) , 3. 41 ( 1 H, dd, J = 2 
. 0, 14. 0Hz) , 3. 48 (1H, ddd, 3 = 2. 0, 5. 0, 11. 
8Hz) , 3. 85 (3H, s) , 5. 73 ( 1 H, s) , 6. 31 ( 1 H, d 
, J = 2. 4Hz) , 6. 96 (2H, d, J = 8. 5Hz) , 7. 03 (2H 
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, dd, J = 2. 4, 8. 4Hz) , 7. 29 (2H, d, J = 8. 5Hz) , 
8. 12 (1H, d, J = 8. 4Hz) 

FAB-MS (m/e) : 3 84 [M + H] + 
y77fl/t7-b (Ar : 7-N3-Ph iR 1 :H; R 2 :H;R 3 : i-P 
5 r;R 4 :H; R 5 : 4-MeO-Ph ; n=2) 

*HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 7Hz) , 0. 9 
8 (3H, d, J = 6. 7Hz) , 1. 9 0-2. 0 5 ( 1 H, m) , 2. 95 
-3. 04 (1H, m) , 3. 35-3. 50 (2H, m) . 3. 82 (3H, 
s) , 5. 76 (1H, s) , 6. 54 (1H, d, 3 = 2. 2Hz) , 6. 9 
10 2 (2H, d, J = 8. 6Hz) , 7. 09 (1H, dd, J = 2. 2, 8. 5 
Hz) , 7. 23 (2H, d, J = 8. 6Hz) , 8. 13 (1H, d, J = 8 
. 5Hz) 

FAB-MS (m/e) : 3 8 7 [M+H] + 

15 mmm 120 

jt&MWl 1 6 4<D9m (Ar : 7-MeQ-Ph ; R 1 : H ; R 2 : H ; R 3 : 
i-Pr;R 4 :H; R 5 : Ph ; n=0) 

X HNMR (CDC 1 3 ) 5:0. 94 (3H, d, J = 6. 8Hz) , 0. 9 
5 (3H, d, J = 6. 8Hz), 1. 55-1. 75 (1H, m) , 2. 38 
20 (1H, dd, J = 10. 8, 13. 8Hz), 2. 84 (1H, dd, J = 2 
. 1, 13. 8Hz), 3. 00-3. 0 8 (1H, m) , 3. 58 (3 H, s 
), 5. 66 (1H, s), 6. 14 (1H, d, J=2. 7Hz), 6. 62 
(1H, dd, J = 2. 7, 8. 3Hz) , 7. 2 5 -7. 4 5 (5H, m) , 
7. 5 6 (1H, d, J = 8. 3Hz) 
25 FAB-MS (m/e) : 3 1 4 [M + H] + 

mmm 1 2 1 
jt&mm 1279 (pmm 

^7Xfl/t7-a (A r : 3, 4-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 



f 
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: i-Pr;R 4 :H; R 5 : Ph ; n=0) 

J HNMR (CD C 1 3 ) 5:0. 96 (3H, d, J = 6. 8Hz) , 0. 9 
7 (3H, d, J = 6. 7 Hz) , .1. 67-1. 80 (1H, m) , 2. 46 
(1H, dd, J = 10. 5, 14. 1Hz) , 2. 98 (1H, dd, J = 2 
5 . 1, 14. 1Hz) , 3. 10 (1H, ddd, J = l. 9, 4. 9, 10. 
5Hz) , 5. 54 (1H, s) , 6. 64 (1H, d, J = 6. 0Hz) , 7 
. 35-7. 46 (5H, m), 8. 21 (1H, d, J = 6. OHz), 8. 
7 8 (1H, s) 

FAB-MS (m/e) : 2 8 5 [M+H] + 
10 ^7XfW?-b (Ar : 3, 4 - P y r i d y 1 ; R 1 : H ; R 2 : H ; R 3 
: i-Pr;R 4 :H; R 5 :Ph;n = 0) 

*HNMR (CDC 1 3 ) 5:0. 94 (3 H, d, J = 6. 8Hz), 0. 9 

5 (3H, d, J = 6. 6Hz) , 2. 00-2. 12 ( 1 H, m) , 2. 75 
-2. 85 (1H, m) , 2. 95-3. 00 (2H, m) , 5. 64 (1H, 

15 s) , 6. 80 (1H, d, J = 5. 9Hz) , 7. 2 8-7. 4 3 (5H, m 
) , 8. 23 (1H, d, J = 5. 9Hz) , 8. 66 (1H, s) 
FAB-MS (m/e) : 2 8 5 [M + H] + 

mmm 122 
20 it^mm 1281 omm. 

^7Xrl/t7-a (Ar : 3, 4-Pyr idyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr;R 4 :H; R 5 : 4 - P h CH 2 O- P h ; n = 0) 
*HNMR (CDC1 8 ) 5:0. 95 (3H, d, J = 6. 9Hz) , 0. 9 

6 (3H, d, J = 6. 9Hz), 1. 65-1. 8 0 (1H, m) , 2. 45 
25 (1H, dd, J = 10. 4, 14. OHz) , 2. 94 (1H, dd, J = 2 

. 0, 14. OHz) , 3. 10 (1H, ddd, J = 2. 0, 4. 9, 10. 
4Hz) , 5. 10 (2H, s) , 5. 46 ( 1 H, s) , 6. 69 (1H, d 
, J = 5. 9Hz) , 7. 04 (1H, d, J = 8. 7Hz) , 7. 29-7. 
47 (5H, m) , 7. 28 ( 1 H, d, J = 8. 7Hz) , 8. 22 (1H, 
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d, J = 5. 9Hz) , 8. 7 6 (1H, s) 

FAB-MS (m/e) : 3 9 1 [M + H] + 
i^TXxl/rtV-b (Ar : 3, 4 -P y r i d y 1 ; R 1 : H ; R 2 : H ; R 3 
: i-Pr;R 4 :H; R 5 : 4-Ph CH20-Ph ; n = 0) 
5 X HNMR (CDC 1 3 ) <5 : 0. 95 (3H, d, J = 5. 7Hz), 0. 9 

5 (3H, d, J = 5. 7Hz), 1. 98-2. 10 (1H, m), 2. 71 
-2. 82 (1H, m), 2. 95-3. 00 (2H, m), 5. 08 (2H, 
s) , 5. 58 (1H, s) , 6. 82 (1H, d, J = 5. 8Hz) , 7. 0 
0 (2H, d, J = 8. 7Hz) , 7. 10 (2H, d, J = 8. 7Hz) , 7 

10 . 25-7. 43 (5H, m), 8. 23 (1H, d, J = 5. 8Hz) , 8. 

6 5 (1H, s) 

FAB-MS (m/e) : 3 9 1 [M + H] + 

nwm 1 2 3 

15 ik&mm 1288 <p«ia 

^7XfPt^-a (Ar : 2, 3-Pyridyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 : Ph ; n = 0) 
'HNMR (CDClj) (5:0. 97 (3H, d, J = 6. 4Hz), 0. 9 

7 (3H, d, J = 6. 4Hz), 1. 70-1. 80 (1H, m), 2. 64 
20 (1H, dd, J = 9. 8, 14. 1Hz), 3. 01 (1H, dd, J = 2. 

1, 14. 1Hz) , 3. 02-3. 12 (1H, m) , 5. 44 (1H, s) 
, 6. 85 (1H, dd, J = 2. 0, 7. 9Hz) , 6. 95 (1H, dd, 
J=4. 8, 7. 9Hz) , 7. 3 0-7. 4 3 (5H, m) , 8. 29 (1H 
, dd, J = 2. 0, 4. 8Hz) 
25 FAB-MS (m/e) : 2 8 5 [M + H] + 

'^fl/tT-b (Ar:2, 3-Pyridyl ; R 1 : H ; R 2 : H ; R 3 
: i-Pr ;R 4 :H; R 5 : Ph ;n = 0) 

'HNMR (CDC 1 3 ) 6:0. 94 (3H, d, J = 6. 2Hz), 0. 9 
6 (3H, d, J = 6. 6Hz) , 1. 86-2. 01 (1H, m) , 2. 80 
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-2. 90 (1H, m) , 3. 05-3. 11 (2H, m) , 5. 56 (1H, 
s), 6. 92-6. 96 (2H, m) , 7. 28-7. 42 (5H, m) , 8 
.28-8. 30(1 H,m) 
FAB-MS (m/e) : 2 8 5 [M+H] + 

5 

mmm 1 2 4 

jfrtMl 12 9 1 (DMM (Ar:5, 6-Py r i dy 1 ; R 1 : H; R 2 ;H; 
R 3 : i-Pr ;R 4 :H; R 5 :Ph;n = 0) 

'HNMR (CD C 1 3 ) <5 : 0. 97 (3H, d, J = 6. 8Hz) , 0. 9 
10 8 (3H, d, J = 6. 7 Hz) , 1. 65-1. 80 (1H, m), 2. 48 
(1H, dd, J = 10. 8, 14. 1Hz) , 2. 9 5-3. 0 5 (2H, m 
) , 5. 68 (1H, s) , 7. 02 ( 1 H. dd, J=4. 7, 7. 6Hz) 
, 7. 2 7-7. 4 6 (5H, m) , 7. 88 (1H, dd, J = l. 7, 7. 
7Hz), 8. 32 (1H, dd, J = l. 7, 4. 8Hz) 
15 FAB-MS (m/e) : 2 8 5 [M + H] + 

mum 
20 mm\m 1 

•ffc^WJ 1116 4 5 (SP) 

£KBMb^*->£A 1 5 
9LMF 7 5 

25 ^^-fe^MffSKlAnT^^MtttUfc. 



®>3J«|2 
fc£«»0S 1116 <Di\&«h 4 5 (95) 
Kf» 1 5 
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1 6 

iSHtt-fe^a-x 2 l 
^Utfn;i/7;V3-;v 3 

5 &J$-fcfl#Lfctfc tt«^tfcbT«*U WigiJlTH l~177/im 

gaifcgi 3 

10 7U>^;i/^^A4gp^iPx.TJElil^b, &&1 OmmO^l^gLh 

M H ± © *U ffl W ft 14 



WO 02/053548 



PCT/JP01/11267 
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it <D IE 

1. 




5 R 3 «**0?> c,-c,7m;h (au n-^;p»«^<) , 

;1//JnS, zbns, Aoy^, kFo^yi, tfui^Krs/ 
10 *> ^©^pSt<«^»oc 3 -c 9 iitM», 7^;Mr;w*> n-7^ 

5 71, N, N-5?7U-^75yS, 7U-M+'>S> 7 U -^X;V^-;|/ 
7U-MJl'*-;^+yI, N-7U-;^;i/*-;i^75/3£, N-7U 

15 -)VX)V*=.)V7 5 / c , - c 6 7;v^f;p7 s j n - 7 u -;vx;i^ -;i,7 5 

/ C j - C ! o 7)V^-)Vtl)Vn^ N - 7 U -)V7>)V*-)V7 ^7C 1 -C 6 

7)vn*i/%)i,tf-)\,m, 7V~)V7>)i7 7^)vm, 7'J-;pxjv77^;I/ 
7U-JW^7 7t-f ;vc 1 - c ! 0 7; w^^/tt-f 711- 
)i7>)i7 7 : £'()ic l -c 6 7)1*3 )V$-)\>m. n - 7 u -;kfc;W\^ ;p 

20 7U^()Vm, 70+yS, N-7D-fJH> N— ( N-7D^fJl/7$7) C 

,-c 10 7^=^^*;^^ N-7P-<;V75yc 1 -c 6 7;un * )v 
c 2 -c 6 7W^m, c 2 -c 6 7;^y-r;i/^'>s> n-c 2 
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-C 6 7;W#/^KT$/S> N, N-^-C 2 -C 6 7;kfry-f»7S/g, N 
-Ci-CeT^^TS/S, N, N-5?-Cj-C 6 7;WP7$yS, N~C 

1 -c 10 t;v^;1'*;pa ; e-i';I/S> n, n-s?- Cx-c^t^j^wn*^ 
N-c 2 -c 6 7;^-;i/^;w^-r;ps> n, n-^-c 2 -c 6 7;i^- 
5 )Vfi)vn^)^m, n-75 ; C! - c 10 7Miw;i/WH, N-d-c 

6 7Jl'3^yC 1 -C 1 0 7J WV^WW N - C 1 - C 6 T))/U * i/jj frtf 
n;|/C 1 - C ! o 7)V^r)V^J)VA^ N - c a - C 6 7;iO^># Jl/fc;i/7 

rjv&vxjvA^ ;i^> n - c x - c , -;i/7 
$yc 1 -c 6 7;pn^~>^;i/^-;i/S, c^-CeTJWW^ak N-c,-c e 

10 7)V*)V7*)Vy7 s E:'1)V& N, N-^-C 1 -C 6 7;i/^;i/X;i/7 7 ; 6-'OV*> 

N-c 3 -c 6 ^D7ji/^75;i, n, n-^-c 3 -c 6 
^am^syi, c 3 -c 6 ^D7MmyS, n-c 3 -c 6 v- 

15 i'D7;W*M ; E^J|/S < N, N-v-Cg-Ce^^DT^^^A^-f 

< ^tt»©«8»eu < \x*mv<D c , - c g c,-c, 

C 6 7)V*M JV/i^-i )Vm, N - C ! - C 6 7)V*)Vttt>)\/rt ^ h & 
7 - Ci 5 K^MilXK 5 m V < » 6 b < teSiHIiC^ »J1C 

^Rtf**«^*> Datfn****^* i sis^fe o i feiri l 5 mm 

25 T51fc^L3£&0«5[S3?#&g (5X«6M©»gtS£|&< 0 ) , 

Aril ?mmT. 75 71, tl)Vn^)Vm, tDVn^ )V7^ 

z,)i*m, -has, Aoy>if, th*D^>$, *;i/$;u75 
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7U-;^;p*n;i/^*j/*, n-7U~;k*;!/*-;u7*/^ n-7 
5 u -;i*;i/*=;i/7 5 / c 1 - c , 7; v*)W 5 / n - 7 u -;i/7JW*-jW7 
5 y c x - c , o 7; Wk&jww n - 7 u -;i/x;v^^;v7 = / c 1 - c 

7^~-)V7s)Vy7^)VC 1 -C 10 7)V^)Vt))Vn^)Vm, 7U 

-jvxjiy 7^ )VC ! - c 6 7;m^ n - 7 u -;^;p/^-r 

10 )Vm, 7n^fJH, yn^yl, N-7D-01/X, N— ( N-7CK ^75/) 

c 1 - c x 07;^;^^^ n-7p^^7^;c 1 - c 6 7)Vu^-fy 
;pfc;vs> c 2 -c 6 7;i/*y<;vs» c.-c^^ftyw;^^^ n-c 
2 -c 6 7;i^yw;P7$/S, n, N-^-c 2 -c 6 7;i/*y-r;P75/*, 
N-c 1 -c 6 7;p^;i/75y*> n, N-v-c 1 -c 6 7;wi/7$y», n- 

15 c 1 -c 10 7;^;^;wt ; e-r;^ n, n-s?- c 1 -c 10 7;wi/*;wt ; e 
N-c 2 -c 6 7;i/^r-;^;wt^-r;^ n, n- i?-c 2 -c 6 7)Vf 
-)Vti)vn^ )m. N-7^y c I -c 10 7MMJV;tt-fjva, n-c, 
- c 6 7;un^e/c ! - c x 0 7;i/+;i/^;wi ; t-f n - c , - c 6 7;vn^ */% 
)V#-)VC x - c 1 0 7)V*)Vti)Vn^ N-c x - C 6 7;un^->#;i^- 

20 )V7^j c 1 -c 10 7;w^;w^-r;i/*> N-c 1 -c 6 7;un^>-^;^- 
;i/75/c 1 -c 6 7;pn^>'*;^^;i/^ c 1 -c 6 7JW^^a, n-c x 
-c 6 7;i/^;kx;U7r ; E<>'^ n, N-v-c 1 -c 6 7;i/^;i-x;U7T ; e-r 
c 1 -c 6 7^;ux;i/7^nju^ c^c^wvtjm^;^ c x 
-c 6 7;i/n^5/», c a -c 6 7;i'3^>'^;i/^-;ps > 7$/c 1 -c 6 7;m 

25 =^>#Jl/fc;i/^ N-C 3 -C 6 >-^D7>'^;i/75/S, N, N-y-C 3 - 
C 6 >-^D7;i/^;i/7$/S, C 3 -C 6 y^D7W^yI> N-C 3 -C 6 

s//7D7;w^;i-A^^;pa, n, N-v-c 3 -c 5 v^D7;w^;wtqe 
mw^mmnm^fr e, & s$u o mitnzmmm?* 1 m^tz r> 1 u v> v 5 
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ittfftgL < «##£©«B?n£b < fctttfifn® c x - c c x - c 6 y)Vu 

c 6 7; wi^jw w n - c x - c 6 7;w+;^^* ;w*E-r & 

, - c j 5 wx ft 5 1 1 < « 6 *u mm 
mttwmB&fr s * vm&nzmmm?* 1 ssausfc o 1 & l 5 

10 ft 51ft. 

2 . R ^tf R *fc7jc^MTT$.5M*« 1 fcBB*0flr&«. 

3. R 3 ^\ C 2 -C 6 7;WH ({II, n-7^;i/S»<) 

15 -ft£#J. 

->7/g, -has, ;\D^>If, kHo^ai, it©ML 
20 <^ISfn©c 3 -c 9 M^*, 77J^;H, N-7^;l/^75/S> 7^ 

j^;vt^yl> 7^;w*;i/;*j;i/fc;i/»> n-t^mw^/^^jh, 7 

7 u -ji/x;!/*-;^* ~>X, n - 7 u -;ux;Mn - ;kt 5 y c 1 - c 6 7;m * 
~>#;i,:fc;i^ 7U-^Ji/77 ; e'fJH, 7U-j^;V77 : &'f;myS 
25 » 7U-;i/x;P7r ; &-r;i/C 1 -c 10 7;w^;i/;t ; e-f;i/S, 7U-;i^x;U7 
7 ; t-f;i/C 1 -c 6 7;i/n^>'^;i/^-;^> N-7U-;^;wi ; &-r^S, 7d 
7n*yi, n-7d^m > c 2 -c 6 7jw;-r;n, c 2 -c 6 7;u 
#/-r;M-*->ak N-c 2 -c 6 7;^/-r;u7^/», n, n-s?-c 2 -c 
6 7;u*y-r;u7$7^ n-c 1 -c 6 7;ww7$/s, n-c 1 -c 10 7;^ 



I 
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MUWt^E'Ol/S, N, N-5?- Cj-Cnyjl/^*;^^!, N-C 2 

-c 6 7;U'Jr^;i/*;wt ; E-i > ;^ n, n->?-c 2 -c 6 t;^-;i/*;w\* ; e-i' 
N-rs/Cx-CioT;^;^;^^^^ N-Ci-c 6 7;i/n^>' 
c i - c , o 7;i^;u#;w\* ; m n - c x - c 6 t;v3 =. )v c x - c 
5 l0 7)WVt!)vn^)vm, c 1 -c 6 7;w^;p7^z;n, d-c^m 

10 t!^7^-;i/*, ¥^)-J-)Vm. t:n"Ji;-;H, fcfDU~;i^ tMU/ 

a> <vtwJM, -ry^yvu^s, -f$^/y;Hk **ifvy;w* 

v*u;i/», t?u^;i/S, e^-;^ euss^Hk tfu^n;p*> t?^ 
yu;i/S, trnu;p*, tr^-;^ 7U;H£, -fy^yu^ 

*;wt»/u;ns, *j-W-)m, +y^u-u-;^ */u;i/*, ^ 

& ^7?^^!, 7ity^i, 7it^y^«> ^>y-T5^y 

20 u;u*> ^ovt+^yuM, ^>v>7yu;i^ ^>yHJ7Vu;ux, 

lfcV>L3«tt©C 7 -C 1B K*#»a£#, 7-fe^75Pl^;i^ 7^ 

7>t;u;1/», -Ox-;^ 7it>x'JMtfe^ 5^b< 
25 > **uvu;Hk ^7i/u;us, ^7^71/u^S, ^x-;i/g, hjtVU 

Kw&fcssj; oa«n***s^s 1 3**ms&0 1 5<@;rr& 1 



WO 02/053548 PCT/JP01/11267 

183 

, 4V*/VMk, <V^>F'JJH, 4>?W)V&* ^f>H'JJH, -f>F 

*/*1t>j~JVS> */U;i/», 7n-?-;i^ < v^nT-ji/S, 7a/^;i/ 
7xt>X'JyzM, 7xt>7P'JyjH, S^>7:7^;i/X, 5?^ 

5 >7^7x-;ps, ?tt7f-M, 7x^-^-;vs> 7 

x^*^-;p*> 7x7?7^-;n, 7^7y^j«, y^u^-;^ 7 
•j-jh, ^>\AY5^/u;^ ^>i/^+u- v /u;us> ^>y?7V > u;i/S 

^?l/>^y7x^MT^5tt^ 1 fclB*©fc'&*&. 

> «Sl3SSWLTViTt)«k^K*»#l8S©««IS*«, tK^M^> 7-7 FS, 7 

y7/l, ~hnS. Any>^f, kHQ+yl, UttofiSIBS 
l/<tt^tt»OC,-C 9 KJW»S», 7^; WPS, N-77^7$7S, 7 

15 5ji4^t*'>i, 77;^;p*;p^-;|/», n-t^i^;!/*;^^;^ 
7U-;i/«, n-7U-;p75/S, 7U-;kf^>x> ru— ;wx;w*^;pai 
, 7 u -;i/7;i/*~;M-^>s, N-7U-;^;^n;i/75/c 1 -c 6 7;un 

& 7V-)lZ)l<7 7 : £'i)lC l -C 10 T)V3r)]stl)Wi : E'()m, 7V-)lX)l 
20 7 7^ ;PC !- C 6 7)ln*zsft)],7$-)Vm. N-TV-JV^lJVn^jm, 7 

□-r;ps, 7a^yS, N-7a-r;ps, c 2 - c 6 7;^/-r;us, c 2 -c 6 

7)ViJ/'()Vttis& N-C 2 -C 6 7JV*7-r^75yi, N, N-v-C 2 

-c 6 7;i/^/-r;^75/s, n-c 1 -c 6 7;1/+;w75/*, n-c^-c^ 
7)V^-M)VA^)V^ n, n—7- c,-c 10 7;^;^;i/A^-f;i/^ n 
25 -c 2 -c 6 7j^;wjw^jh, n, n->?-c 2 -c 8 7;^-;^;pa* 
*-4)V&> n-75/c 1 -c 10 7;v+;^;pa ; e-i';i/*, N-c 1 -c 6 7;m 
+yc 1 -c 10 r; ww&jwx^ n - c x - c 6 7;i/n ^>#;i^ -;pc , 

7;pn^->*> c 1 -c 6 7;ur3^>'*;pfc;^ 75/c 1 -c 6 7;m^-> 
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N-c 3 -c 6 ^7a7;wi/#;w\^;i^ -r^^vuv 5 -;^ 
tf^7 5?-;p^ tf^Uv 5 -;^ i;oU5*=jp2S> trnur:;i/S> ^ 

, t!nij;H, fc?5~;US> 7U;!/S> -YV^ 

io y7iz;n, #;wwu;i^ ^»/un;pat, +;^U-M, *yu;i/ 
;i/»t$»d> ifev^3attt©c 7 -c 1B «#5Sf#maE^ 7-t^7^i/n;us 

, 7?^>^)l&, 777'JJH, -r>^-;^ 7x^->^U;PSTf»0, 5 

u;us, sh^/u^s, ^rviunk ^7^7\/u;ux, ^x-;i/S, tfu 
20 ~y«> tf7^-;w3i» if u^v-^s, tru^-;^ tr^yu;^ tra 

d »fcrns«3wrp«: i stasfc o 1 l 5 iits 1 fcu 1 3 3s&<d 

iSi^fi^?f#S* (5fl<tt6S0WMi<„ ) 3&t, 77'Jy-JI/S, 

-rv*/u;H£, -<y-f>Hu;ws. -o^/u^s, ofujh, -ohu 

7^'J^H, ^/U;i/», 7n?-M, -ry^DT~;PS, #n*-;i>g| 
, 7it7XU'7-;H, 7it77D'J7JH> ^>y7 7-JH, 
^t7i^JH, ftt7f-;H, 7^73^-;i^ 7xt^JH, 7i 
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=Dvm, ^>v^5^/u^s, ^>v-t*wv)vm, ^>y^77u;k*, 

7. 0X«2T^^tt^l(-fB«fe©^tfo 
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